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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 " represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 * 8 represent each H, halogeno aikyl 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 ' 8 do not represent H simultaneously; R 9 and R 10 represent each H, aikyl or 
alkylcarbonyl; and R represents aikyl, alkenyl, alkynyl or aralkyl. 
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146. N-[2-^DO-4- (7- {[2- (lH-l--f 5^/"J;W Xh 
^->]-6-^ h^i>-4-^/U;H t^y)7i^]-N' -^D^l/ 
7> 

148. N — [2-?Pn-4- (6-*h*^-7- {[2- (4 - t^JUZI 

?i?y) ih + ->] -4-^/u;H 7x-;i/] -n' -:/Pt?;ur>u 

7, 

149. N — (2-^7PP-4- {[7 - (2-th'D + yIh + y) -6-^ 

h*->- 4 ij;U]^=^v} 7i-jw -n' -^Ptr;i/r>u7, 
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151. N — <2-*oo-4- {[6-^h^^- 7 - (3-^;^uyy D 
-4-4yij;^y} 7z-;w — N ' -y'aifJluUT, 

152. N-[2-/7DD-4- (6-*h*>>-7- {[3- (4-*^;Hf^ 
7, 

153. N-[2-*no-4- (6-^h^->-7- {[3- (1H-1, 2, 
3-MJ7i/-;u-i-<;u) 7'D^y]- 4 -^yij;p} 7jQ -;U] 
-N* -^Dtf;UC7U7, 

157. N-(2-^o-4- ( (7-j3-[ (2-kKn + ^) 
-N' -yntf;U^l/7, 

159. N- {2-^DD-4-[(6-> h*~>- 7- {[5 - (1H - 1, 2, 

3-hU7V-;u-i-<;u) ^>^]^->} -4-*yu;io 7 ^ 
-JW -N' -7°ntf;U'j7i/7. 

160. N-[2-/7DO-4- (7- {[4- (lH-l-<5^/ij;p) ?h 
+ y]-6-^h + y-4- + yg;n 7^-;i/]-N' -^ntT^^u 
7. 

162. N- (2-/7DD-4- { [6 -^h^v-- 7 - (2-Wj;ih 
7 OUT, 

163. N — (2-^7DO-4- {[6-*h*->-7 - (S-WJy^D 

**^) -4-^^^/»j-;i,]^^->} 7iz;w — n ' - (2, 4-^7;^ 

164. N-[2-dmn-4- <6-*h*^-7- {[3- (4-7^;Ufc?^ 
^>V) yP#^->]-4-+^->/iJ-;U} 7i^]-N' - (2, 4 
-y7MP7i~JW 171/7, 

165. N-{2-*nn-4-[<7-{3-[ (2-th'O + yIfiW <* 
75y]"7"P7tK^v} -6-* N + ^-4-+t>/iJ-;W t+y]7xZ 

;U} — N ' - (2, 4 -v7;U^"Q7jc-JI/) "7 1/7, 
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168. N — (2-^OP-4- {[6-*h*v-7- 
-4-^/'j;i/]^-^>-} 7x-JW -N' - (2, 4-/7MD7 
7L^7, 

169. N — (2-^7PP-4- {[6-*b=^-7- ( 3 - fc? U h ^ 
-» -4-=^y U;V]^-^v} -N' - (2, 4-y7MD7ir 

170. N-[2-?PP-4- (6-^S^i>-7- {[2- (1H-1, 2, 3- 
- (2, 4-y7MD7x-;0 *JUT. 

184. N — (2-y*PP-4- {[6-*h^->-7 - ( 3 - t?^ U ^ / 7°P # 

-4 ^^>) 7i-jw — n ' -^^;i/^i/T 

18 5. N — (2 -£nn- 4 - {[6-;*h=^>-7- (3-^Uy/7"n^ 



186.N-(2-£Dd-4-{[6-* h*->-7- (4-fcf'J^;U^ h + 
-4- + yj;H 7i"Jl/) — N ' - (2, 4-/7MD7xZJW 

62. N- {2-^7PP-4- [(6, 7 -i?*h*~>- 
~>] 7X.-JU} -N' -yPlf^^l/T, 

142. N- (2-£pp-4- {[6-^h^v-7- ( 3 - h: 'J >^U* 

s» -4-+yj;^y} -n* -:/p t?;u<^ i/7, 

169. N— (2-^PP-4- {[6-*h4^>-7- ( 3 - tf U >?;i^pt 

-» -4-^yj;i/]^-^^} 7oc-;u) -n' - (2, 4-^7;p^d^x- 
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*5%mz&z>it^m^ $.tz. mmmm mx.u. tm*j$&) t-Tzztw-vg 
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X^r — A 1 




1m m, 

R6 
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tCctoT^litT#^>. 4-^D + /iJ>^(t Org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)SfefiW098/47873fCfB®$ 

>mmmt* J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

^-yn>m«^^Jni*-r?> (§^#|3 5i3J:DC3 6#sg) ClifCckOiaiiTit&o 

**f #0© £**!jT£>-2>„ 

zs*y<u-mm, ^z>v^>^.mM) co#&t, 7K^ffl^T(c*3tiTM^-r'5<t4 
- (7$;7i/4y) *y u >ij§^^^^nt@^-r^^^-»/u >^^#:^# 
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SCi^tfS (IilA), 

ymit^m-± v u ^ahmc^ octets z tt£ v % R'izwmm&mx 

TZZt^-C^Z (Iii B). 

R'lzmmmfimxzntzmmfcz, ^(D^mzvr^^x-( v^t±- v 
mmw (o=c = n-r") tftmzi* (x*§2), &s mj 

®#&T5fiM5te7;i^;Wfcai (R'°Hal) &f^ffl$-&S (Xg 3 ) £ <h 

tccfcos: (i) <o^«j$aitT$s. 

t3i» MJ A) #£ET. a^7k7;U+;HkS!l (R'H a K 

R"Hal) ZftmZ&ZZtlZjL^ThmXT'ZZ (X^5^J;Ot7) 0 

mmmz. ^^m\z^x^^^y^-hmmw^m^^-hK &z>wz 

;UT5> (R"NH„ R'°R"NH) ctK<fc OKJfiT** (IS 4 

*3«ttJf 6 ). 
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X^r-A 3 
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£ f£ ffl $ £ d £ K «k 0 - h n £ £ m A T # -5 . 

t#e>n7ti^s^(z^*no77&tz^iw v->7^— hM^-fr co = c = n-r") 

5> (R"NH 2 ) ^ f^^t^ . iCi; D 7 U7^^ 

^/U>gt±0 7fiO7tcgeS©«BIS (PG) £Bfc5fcU JfcS©#ffi 
TAoy>ft7;^;P (R !! 'Ha K R !!, (iR¥7J^ + yI^5i^©7 

m.Soc, 1945,67,736^ Id fB*c<27J f£ (C £E -p Tffl jfiT £ -5 . 

K»S^»Cffl^ST;U3-;UR?»flett7SIR$nT^S^, & <E> H &J.Antibiot.(l 
993),46(1),177> Ann.Pharm.Fr.l977,35,503^(CfB«!cCO7j?4^^-o T§2igT#3„ 

=^^-yU>^©7{4(3#^(DM^»^^rt-^^^:^ X+-A4l:SEoTS 
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2 y -^fSl^f^Riftll, J.Med.Chem.l977,20,146^fCf2«fc© 

s z. t o 4 - ^ □ u >mmw*%m.T°%z> 0 

^©77fe(c^^f#^n/cm^{c-i'y>-T±- vmmfo (0 = C = N-R") 

*-}-V'j>m±<D7Q:cD7mm<z)&mm (po £i»5fcu igg©^ 

TJis^rJUZmzm?) SrtfUB^-frscittZcfcrK ^§^«t;u=i-;^^#: (R 

-oh) z'£%i(Djj& wzis. ytmKjfc) ^o^m^ttao, *± 

h*n + y^>X7^Tt H^^^rffl^, X+-A4l;f ^TSiTtS. 

mm 4 mm). 

*5£m\Z&Z>it'&m^ £fz. <> t' h n li* ^TJfllf f^SiSS V E G F (V 
ascular endothelial growth factor) T#J$t Ufei^CgC^MAPK (mitogen-acti 
vated protein kinase) O^tt^^rPlST-g) (^SSt^lJ 1 *3ct ZS 2 #«0 0 m@|*| 

mmm* v e g f & ^^to© ~>^;hsm^ fc^ k> ma p Ka*e 
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ttfcStU U>i{^nycMAPK0±#»etl5 (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)) . MAPKCgMttiffjil^it^i 
WP*&mm<Dm*\Z*m*mi*lBL5 ZttmZtlT^Z (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

s, 4-25(1997)) o x*&mz& zitetmzi!iw$ft£.mm<m&^-?z>. 
mmwmz&vzM^mttit. ±tLt. mm. mmm&mmm, m^mm^j 

ffi<D&&tl%<%gZ$^>\,*T^Z)(FoTkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) o fi£oT, *5€WlZ£Z>fc<&!&) 

it. mm, mmffivkmm'&, mvkmmw?^. ^.m. Tzra-A&mmmtfiE, 
*tfi?mm<Dj:?umm, &zsizmmm(D&&(Dfemjzm^z>z\t&T*%z> 0 

foT - *^wiz£zit^mz. ^mz^Ltzm^. ^ittc^cgnt^ 

•5. 

*%mz£mt. *&wiz£z<t^wz^tsmmmj&®mm2nz> B 

*&w\z&n\£. *%mz£z>ittiifo*, m^tn^iznzmfctmz 
iz$imiz&5-Tz>z£&^/vT"tez>. mm, mmmvtimmm. uttn^'j^v^ 

m§&#. m&&^) <v^?tifr(D&^m&T\ kh^th^ 

mm&i&m-x. ^M^iz^ctzmmtummizm^^n^o 
mftmzte, in^jiLin &m. ±,^jum. mm, mum* ^u^ym 
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:tib®§»jn m^m^^nxi^mmm. mmm. m&m* mmm. 
ens. 

z&mm ltsust s c: t^-c^s. 

TSfc***, ii^ia^+O. 5-5 011%, £?£L<«, 1-2 011% 

fi*©«-&»cj©i;Tiiii:^3t$n-53&^ 0»j*.ra:o. i-ioomg/kg, 

L<tel~5 Omg/k gcDlgBlT^O, dtl^l BlIsI^fcttSclHKw^^TS-^ 

°> fCcfcS{k#fe^«w<t7asjfc«©jiii^&jfflij&{cf^ffl z\tiz£ 

moo^^mm ^<D&mm&izw-$T2>ik<gi!>mtf*>nz>. ^mmiz^zits 
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jgjgffjl :2-^nn-4-[(6, 7-y7h^y-4-^7'JJ|.) ^4^1 7 
-U > 

K (10ml) (C7K^fh:^- K U (60wl 0. 72 
g) SrJn/L, SOtTSOWMSCL, 4-7>y-3-^DD7x/- 
;M&^±& (1. 6 1 g) ^rJlP^MTl 0#ffi#L£ o ^C4-i70D- 6, 7 

-^h^>*y-u> (i. oog) »ioot:T-ti^tfc. Kfomz 

tt%-£\Z*? y-)\,*1m7L. #rttJL£:*Sfi£!R5l5flfcU Wtmmt'S®* 0 . 8 
9 g, JK^6 0 *T#jfc. 

'H-NMR (CDCh, 4 0 0MHz): 54. 05 (s. 3H), 4. 05 
(s, 3H), 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J=8. 5Hz, 1H), 6. 9 3- 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

48 (d, J = 5. 1Hz, 1H) 

ga6W2:4-[(6. 7-y/h^y-4-^yj;|.) ?h=^>] - 2 . 3 — 
^;UT— U > 

y^^7Jl/*+y H (10ml) t**fl:th'J^ (60w%, 0. 72 
g) £Jn*, 5 0tT3 0MMlfiCL, 4-7=7-2, 3-is*^)l,7 
x.;—)l,m.WL& (l. 5 5g) ^JnA^ySTl OMIIlWlstzo "A\z4-^uu- 
6 > 7 b*is=>r; U > ( 1 . 0 0 g) SilDA. 1 0 OtT-lftft^Lt, g 
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0. 94g, JR^6 5 

'H-NMR (CDC 1„ 400 MHz): 52. 07 (s, 3H), 2. 1 5 (s , 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H>, 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5H2, 1H), 7. 42 (s, 1H), 7. 64 (s, 1 H). 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

gjitffJ3 : 4- r(6. 7-y^h^y-4-^yj^) ^.>]- 2 . 5 - * 

y^fMWvh' (10ml) £*3&fl;:*-MJtfA (60w%, 0. 3 6 
g) £Sn*., 5 0tT3 0»«^SIl:U 4-7$y-2, 5-->**5P;U7 
(1. 2 3g) ^MiiSTlO^Uc. #{C4-^on-6, 7 

-s^h^>^yu> (i. oog) ^miocct-m^uc. Karate 

7fc£&nA^an*;UATfc&aiL£:f£, ^7 o o*;i/A«£fiSfnifcK7k3fc± h U ^A 

^np*W7th> (1/1) TJgWrs^U*y;i.^n-7 h ^ 

Mmm4: 3, 5 f(6, 7-y^F^y-4-^yj^) ^-4. 

i-^^l/TJI/*^ K (10ml) fC7K*ffc:J- h U ^7 A (6 0w%, 0. 36 
g) £UD*., 5 0X:T3 OftMftm^^zL, 4-7S;-2, 6->^DD7 
(l. 5 9g) SMSjaTlOM^Lfc. *C4-^OD-6, 7 
-y^h + y+yj> (1. OOg) SJraA 1 0 0*CT— HfeiSJ^Lfe. 
7k£flDA^ □ □*;UATttttJ * P □*;UA®£g&fclj^7KSt7 u MJ A 

ttmts&. zumf^i^/T-thy (i/i) TJSM-rsx>j*y;i/^D-7 

^w-tcfc D«SL, ilOMJO. 35g. JM2 2%T*#fc. 
'H-NMR (CDC 1 3, 400 MHz): (53. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 28 (d, J = 5. 4Hz, 1 H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1 H), 8. 48 (d, 
J = 5. 4Hz , 1 H) 

§3iiffJ5 : 4- [(6. 7->^ K4y-4-^yj^) ^4^1 - 2 - ~ Kn? 

^*5F;i^;i,*=^>K (15ml) IZTk^fl^MJr^A (60w%, 0. 54 
g) ^D*.. 7 0'C-C3 0^ilfil:L l 4-75 y-3-" hD7i;- 
;P (2. 0 7g) ^M^TlOM^Uc. ^:4-^DD-6, 

h*x*/u> (i. sog) zm^i o ox:T4mmm&isfco Kitmz?^ 

*DD*;UA/7-feK> (1/1) Timy'Jij^DT^^ 
W-£«fc9!WagU ^m<Dit^^:0. 53g, « 2 3 %T"f#£: 0 
S!igffJ6 : l - [2-X57-4- {^>V)l**is) - 5 - / h^y7xHJbl 
-i-x^y > 

1- (4-hKD+y-3-^S^y 7 x-JW -l-X*/> ( 20 g), ^ 
Krt'JtfA (1 8. 3 g). BOitr -n -7^)1,7 (4 . 4 5 g) , 

W;^oSh'(17. 3ml) SN, N-^^M7$H (3 0 0m 

i) i:i§fiLioot:Tiii$r.«ifc. «et?S8I£®35U ^^n^sstc 
Mj£T®m&'g£;LT'&£>nfzm2. f&mmwt (12. 4 7mi) &mm (12 

Oml) {ciSflPL. iifiT2^|ilIg^Lt. 0T3KlT*Igrt;:J- HJ £AzMgifc£ 
iD*.*ttK:L;t&, £nn7fr;UAtttiJU * d n#;UAJB£«ES£:*- h U £ ATI!; 
mLfzo fr\Z. »ET»«£S£LT»6n&8S££. x ^y-;p (116 0m 

1 )* Tfc (1 2 Om 1 ) »C**£7W*TigA?U M7> ; E->7A (19.2 g). 
(10 1. 7g) £fln*., MM»?t£ 3i$|H!Lfc. «i®U ^DO 

^;i/A/^^y-;u (3/1) «£ET«s«^s^u, =f#e>nfcs$^ 

;ua/h^x5p;p (1.0/1) TJSffl-rs^u^y^^nv h^^^-f-tcfco 
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tt«U gtm<Dit&!®}$: 2 4. 9 5 g, K$7 7% (3X9-y7°) 
'H-NMR (CDC U 4 0 0MHz) : 6 2. 51 (s, 3H),3. 8 4 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

mmm7 : 7- (^>zS)U**i/) -6-* h3r>/-l, 4-y|:Kn-4-^ 

j u y > 

1- [2 -7$ y -4 - (^>>?;|/^S/) - 5 -y h + y7i^] - 1 - 
X^y> (2 4. 9 5 g) i^fh7tHP77> (4 5 0ml) (3^L, ^ h 

u^Ayh^f>K (24. 87 g ) ^tn^^x-immmn^ f^i^n^ 
^ (37. 0 7mi) ^mxm^X'2nmm.w^ * asomi) 

^pn*;UA/y^y--;i, (10/1) xmmT^'>vtiy)i^ ht? 

-iz^ommv. «i©f^Mi7. i6g, i&m6 e 

'H-NMR (DMSO-ch, 4 0 0 MHz ) : 5 3. 84 (s, 3H),5. 1 
9 (s, 2H), 5. 97 (d, 3 = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

mmffl8:7 - (^>v ; ;U^-^-» -4-^DD-6-^h^y^yj> 

7- (^>v^;t*-» - 6-/h + y-l, 4-ykHD-4- + ;Uy> 
(17. 16g) l:t+yM'J> (14. 1 9m 1 ) ^PtL, fln3fciBat£ 18$ 

b U ^ 2^7Y.m^1^7LT Ut£tcU ;7 nn*;i^Aft&tbU ^oo^Al^ 

A/T-th> (io/i) T'mm-rzisvtitfjuzn-? bt/^yj-iz&omm 

U 3 . 82g, JK^2 1 %T-t#7c. 

'H-NMR (CDCU 4 0 0MHz): (5 4. 06 (s, 3H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
K^!l9 : 4- {[7- (^>^;U^-^-» -6-^ ^ 
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->}-2, 5 -it^^JlT-*) > 
i?X7JUXJl,ft*is\i (2 5ml) KjfcSHfc:*- h >J £A (60w%, l. 17 

g) ^sd^., 6 0fr3 0^HMisi:irc a # ( c4-t^/-2, 5-~>-* 
(4. oog) eamT'iOMm 7- (^>v?;p^ 
-» -4-^aD-6-^h^->*;'J> (4. 36g) ZMTlfz. 2 2mm®. 

^m(Dit^V0& 3 . 0 4 g, JK?i5 2%T ! f#7t 0 

'H-iNMR (CDC 1 j, 4 0 0MHz):<52. 05 (s, 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1 H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz, 1 H) 

MM (ESI-MS, m/z): 40 1 (M'+ 1 ) 
mmmi 0 : N — (4- (T7- (^>->-;U^^-» - 6 - * h*->- 4 »J 
M ^->} -2, 5 - iS*^)\,7 3L-)l) — N ' - (2, 4 -^^a-n^j: 

4-{[7- (^>>?;[^*-» -6-* h*^-4-*y<j;H -2. 

5-¥*^)\,T=.<)> (3 0 0mg) £^dd*;UA (5ml) (C?gfi?L£:f£, 

2, 4-y7MD7iiMVy7t-h (2 0 0^1) 7 0'CfCT 

imM&Lfz* fcfom*. ?na*)l,A/T±h> (75/25) TJHPJ-r£:> 

U*W D 7h^77^-iaDiIU gl©j^3 6 8mg ( 8 
8 %Tf#£. 

'H-NMR (CDC 1j, 400MHz) : 6 2. 1 7 (s, 3H), 2. 2 6 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 -6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1 H), 8.. 0 
4-8. 12 (m. 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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mmmi 1 n- u- U7- (^>vmu?m^» - 6 -y s^>-4-^ y »j 

a-^ >} -2, 5 - -n' - (2 -y h^?^-;^ 
4- {[7 - (^>i>*;i,^-^-» -6 -y h^>-4-=^y u;i/] -2, 

5 -^^^;PT~iJ > (3 0 0mg) £^od*;UA (5ml) fci&SL&Sfc, 
2-/h^y7xz;KVy7t-h (0. 24ml) ^a*., 7 0t;i:Tl^ 
if#L7c 0 KfoW.&. ^PD^A/7th> (7 5/2 5) TJlWr -5 5> U ^ 
yMD7h^77^-CJ;DiSL, »{^«3 6 5mg, ^8 9% 

'H-NMR (CDC 1 4 0 0 MH z ) : 6 2. 17 (s, 3H), 2. 2 8 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 
§3MffJl 2 : 4- {[7 - (^>>>;M-^-» - 6 -y h4^>- 4 -=fr y u ;u] 
^f>} - 2-^DD7- l J> 

^y^ux^^n (3. 6m i) iz*m<tj-h>j<y& (60w%, 320 

mg) ££nA, 6 0tT3 OfrM^^SllLfc. ^(C4-T5/- 3 -^DD 
7iy-JHii (7 2 0mg) ^OAmrSTl 0#»f£, 7- (^>^;i/^- 
-4-i70D-6-^h + y+;ij> (600mg) £}J0;Lfc. 105t 

tS?n^^7K^^-h<J^7A7K^T^L. MfrtiUmj- h 'J ^ AT^L7c 0 MEE 
T^i^^LTtlb^cS^C y ^ y -^^llP^M^i L7to mm LfcSrH 

*®<£>ft;£-^£ 5 3 3mg, 6 6 %Trf#fe 0 
*H-NMR (CDC 1,, 400 MHz): 64. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J=2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m. 3H), 
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7. 44 (s, 1H). 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 4 5 (d, J = 5. 3Hz, 1H) 

Ri^fffi (ESI-MS, m/z): 4 9 7 (M'+l) 
mmn 3 : N- (4- (T7- (^>->-;w^» -6-^ ^>-4-*/n 

-2-^DD ^^-;U) — N ' - (2. 4->?7;^P7 J :-JU) 

4- {[7- (sovfrttis) - 6 h^^-4-^-y u;u] -2 

-^□D7-'J>(2 6 0rag) ££nn*^A (10ml) IzmmLfcfe, 2, 
4-y7MD7i-Myy7t-h (19 8mg) $jDASfflT2RfMJK«i 
Lfc. E.fom%t7nn&j),&/7± h> (10/1) T?JgBBT<5 ~> 'J d 
-ThP^y^-lZ^'ommL, »f^3 3 7mg, JK* 9 4 %Tt#£io 

'H — NMR (CDC h, 4 0 0MHz): 34. 0 4 (s. 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2- 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4Hz . 1 H) 

»M1 (ESI-MS, m/z): 5 6 2, 5 6 4 (M'+l) 
mmmi 4 : N-[2-^DD-4-f(7-bh'n^y-6-^^y- 4 -^ 
7U;U) — N ' - (2. 4-y7MD7iZ^) frUT 

N- (4- {[7- (^>>?;U^^) -6-* h*->-4-*y U;U] 
- 2 -^OD7x3) — N ' - (2, 4-y7M07i^) -^l/T (2 1 
5mg) £ v y^?JWl,A7$h' (11ml) (Cjg^L. /\°^ v^AjE*3t (2 
15mg) £jjn;i. **£H&TMTlflftffl#Lfc. Kf&mzm&x.7J\, (3 

omi) ^jd^., iz^-r b mm Lit. mm&mmTm&L. mm<Dit^^n 

4mg, IR^9 6 %T't#7Co 

'H — NMR (DMSO-dt, 4 0 0 MH z ) : <5 3 . 9 4 (s , 3H), 6. 
47 (d, J = 5. 1Hz, 1H>, 7. 01-7. 11 (m, 1H). 7. 18 
-7. 36 (m, 3H), 7. 4 4- 7. 5 2 (m, 2H), 7. 95 (s, 1 H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 

50 (d, J = 5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s, 1 H) 
Jf«##rM (ESI -MS, m/z): 4 7 2 (M'+l) 
mmmi5:4- [\7- (sQzSJl**:/) -6-*h=E;>-4-^7U;i/i;j- 
=E5W -2, 3-^^^;PT-'J> 

>?^^X;U^^->H (6ml) \Z7kmit±V U^7A (6 0wt%, 0. 3 2 
g) SrAnA. ii£T3 O^Jg^bfc^ 4-75y-2, 3 -i;^^ 7x y 

-;Ki. log) ^in^^-ei o^M#Lrco ^:fc7- (^>v*;u^-^-» 

_4_/7P D _ 6 _^ f.^^^y g> (1 2 0 g) £jn*.i 1 ovx'6mmm 

n£:8l££. ^nn^^A/T-ti h> (6/1) T«§yU*^DYh 
^^-(Ccfc D*fSJU mm<D<t£>%)$:0. 7 8g, «4 9 %T1#7Co 
'H-NMR (DMSO-d s , 4 0 0MHz) <5 1 . 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J=8. 4Hz, 1H). 
6. 69 (d, J=8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
3 1 (d, J = 5. 3Hz, 1H) 

Sgjfffjl 6:N-(4-{f7 - (^>->';U^-^^) -6-^h^-4-^7 
i)M-**i/) -2, 3 jc-;p) — n ' - (2, 4-^^;u^-a^ 

4 - {[7 - (^>^;u^-^f» - 6 h^~>-4 'J^]**^} - 2, 
3 -->*^;U7-U> (2 6 Omg) £N, N-y^?M;^75 K (5m 1 ) 
\Zfemi<tz.'i%L, 2, 4 - y 7MD7x ' JK V y7t- h (12lmg) 

— ;U#fcr^ ?MU «HCDte-&^£ 2 19mg. iK^6 1 %Tt#7to 
'H-NMR (DMSO-d*, 4 0 0MHz) 5 1. 99 (s, 3H). 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m. 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m. 2H), 8. 
7 9 ( s , 1 H) 

ffiififlUl 7:7 - {1>V)Vttis) -4- (3-7MD-4-- hn7 X y 

^cm^>-fcf> (3ml) \Z7 - -4-^on-6-/> 
=>ris*S UX3 OOmg), 3-7Mn-4-zh07xy-JK7 8 5mg) 
1 3 0t:T5li$|HJflR#Lfc. £Jfc8ft:*nD7M,A, 7«rt:±MJ^ 

^ j &>xmm.x.^)v (i/i) T*mfflT%mmi'Vti¥)u?n-?hif77'(- 

'H-NMR (DMSO-d,, 4 0 0MHz) 53. 83 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1 H), 7. 2 9- 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1 H), 8. 56 (d, J = 5. 1Hz, 1 H) 
mmmi 8:4- (4-7$/- 3-7MD7xZ^y) - 6 -^h^->-7 

u y— ;t/ 

7- (^>->';l/^-^-» -4- (3-7MD-4--hD7i/ + y) -6 
h^->^y 'JX19 Omg) £N, N-y^^MJI/AJS K (5ml). 
KUX^75> (lml) KigtfU TKSMfc/t^S^A (4 Omg) £JD*.» 

n*;uA/.*^y-;p (20/1) "eswrsaiJi^U*y;i/^a-7 h^^^w 

— KlcfcDttfilU mm<D4k'&®l&7 5mg. iRSp5 6%T»fc. 
'H-NMR (DMSO-d„ 4 0 0MHz) 6 3. 8 7 (s, 3H), 5. 11 

(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m. 
2H), 6. 9 3 -6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
mmmi 9 : N- (2, 4-y7MD7xZ^ -N' - ( 2 - 7;kj-p - 4 

- [(7-fcKD^->-6-yh^5>-4-4 i yU;^) tt->] 7 jc— M VUT 
4- (4-7$;-3-7MD7i74 : y) -6-^ h + ijy 
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-JV (7 Omg) ££dp*;PA (i . 5ml), N, N-y^f;^A7? p 
(lml) \zmmisfc& % 2, 4-y7;^D7x-MVy7t-h (43m 
g) £2n*TMT3l$|HLEJ£L;fc. ^jftf&fc^ ^ / -JH&JDA, MffiT?«£ 
S£LTf#S*l)fc8&£S\ ^no^A//^y-;|, (2 0/1) TJ8WTS» 

'H-NMR (DMSO-d,, 4 0 0 MH z ) 6 3. 9 4 (s, 3H), 6. 47 
(d. J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 
34 (m. 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s, 1H) 
M&M 20 : 4-^aa-6-^h^^-7-^yij y—ji 

7- C*>>^U:*-*-» -4-^PD-6-^ h^->^y ij> d 0 Omg), 
(3 0 0 u 1), **>*;U*>ie (2 5m 1) £MJ7JU:*op<. 
?>X)U7f,>M (lml) JC^»L3 O^gfi^Lfc. «ffiTJS#£S£ 

»8c£Lfc. &S£®3l33fcU &S<Bfl:£4&£5 3mg, iR$s 7 5 3STf§fc. 
'H-NMR (DMSO-de, 4 0 OMHz) : a 3. 9 8 (s, 3H), 7. 3 
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz. 1H), 
8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 



Omg), mOOcr h^-n-y^;i/T>^E-^7A Omg), 2-^*n^x^;U 
*3\ll>X~^;P (4 Omg) £N, N-^fWATSh' (10ml) K?g 

± h U #Azkig$l££ijn*.£7 o □ TfrJkATfl&ajU ^ □ DtJ^U AS MJ9 




^□oy,^> (6/2/1) TiFIt^, y U * □ 7 h ^'7 7 ^ - lei 0 i 



> 



4-^DD-6-^h + y-7-^ij;-;K50rag), vkWitl U7A (4 
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'H-NMR (CDC 1;, 4 0 0MHz) : 6 3. 4 9 (s, 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8. 57 (d, J=4. 9Hz, 1 H) 

mmW2 2 : 2-^DD- 4-{[(6->C h^~>-7-(2-^ h^vxK^v) 

->^^;i/X;^^->K (2ml) «^fb^-hU^A (6 0w%. 1 5 3mg) 
SrSnA, 6 0^3 0^1^1:1, 4-7$y-3-^OD7iy-^ 
ffittL (3 4 3mg) ^M^ST'l 0#ffi#L;t„ ^Cy/^;^^yK (2 
ml) (3^L7^4-^DD-6-^ + + * 

J U > (2 5 4mg) £Sn*l 1 Ot:Tr-M#L£o ^jM^J^n*.^ p p 

M7K^^KUC7A-ei!;^L^ 0 M/ET^£g£LTf#£;n£3l2£, ^pp 
*;PA/7-feh> (7/3) Trmffl-?Z>i/*)X¥Jl?n-? htf^yj-iZtkom 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 3. 4 9 (s , 3H), 3. 8 9 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz, 1 H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

MmW2 3 : 2 -^PD-4- f(6. h*is- 4 -*±ViJ 

•>] T_U> 

^p<^;i/X;U^^i>K (4 0ml) U^A (6 0w%, 5. 8 0 

g) &1m?L. 6 0X:T'3 O^mWmm^zLtzo ^C4-75y-3-^DD7 
(13. 0 5g) £Jn*.^7&Tl 0 J. Am. Che 

m. S o c, 6_8, 1299 (1946), J. Am. Chem. Soc.,6. 

_s_. 1305 (i 9 4 6) tezizmnznz^vtmm^&kiz.k-oT'ttitVfz? 

p n*j-V u ymmfoXcbZ, 4-2 uu- 6. y-y^h^y+ty'JXS. 
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14g) fcin**:. 1 1 0"CT3 0ftm&Ltz'&, RjfcttfcjJcfcftiA* 

'H-NMR (CDC 1 3, 4 0 0MHz):<5 4. 0 5 -4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd. J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H). 7. 32 (s, 1H), 

7. 5 2 (s , 1 H), 8. 6 4 (s, 1 H) 
f€fi##rtt (ESI -MS, m/z): 3 3 2 (M*+l) 

mmm24:N — ;>->-;u- N - (2. 4-^7;M-n7 31 -;i,) 

2, 4-y7MD7^'J>(2. 3 7ml), ^>X7^fk K (2 . 36m 
1) £»#Lfc*^y-;U (4 6ml) »CfittKT^^^A (5. 5 9 g) £'P 

momm^m*.* mw?4 s#i8\8L#Lit. *fitT*m<tft'ymi-b i JVj* (2. 
6 4g) zmx. ii&TimrwLfc. «jET&&£S5feu tk, Btsex^ 

(3 0/1) TSIS-r*->'J*y;U^o-7h^77^-(cJ:0»«!L. SHOfb 
^#>£3. 0 4g> JR$6 0%T{#fc, 

'H-NMR (CDC 1 j, 4 0 0MHz) : 54. 34 (s, 2H), 6. 56 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5H) 

aa3fiflU2 5 : 4- (^Q^Wi/) - 5-^^y-2--ha/K> 

'/x-h 

mflEO^^U/K-^- h(5 0 g), &Bg;&iJr>A (76g) JN, N-^*5P 
;P^;PAZ5 h* (2 0 0ml) £$g#L, SkifrOZtjV (33ml) £ 1 0 
ttTiSTU MT-l!feflR#L;fc. 7j<£2 0 0m 1 Jn*.. ^X5P;UTtefc£tf^ 

A£:fln*$£*fcUJfc. ^«4§$5ifi^«ffTT«aE^iS*L, t#£>nfc?tt 
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0m 1 &£Ztmm2 0 0m 1 8 miB\m&&\z*&mA.lZ. %Ztlfzmfc 

^9 3 % 0 

'H-NMR (CDCh, 4 0 0MHz): 3. 9 0 (s, 3H), 3. 9 8 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 (s , 1 H) 

§SiSff)2 6:7- (^>yJU:t^» - 6 h^->- 3. 4-yhKD-4- 
X-h (1 5. Og) *mm (2 0 0ml) IC^S?^ & (i 3. 2g) 

£»d^, 9 o^£t#*&l i^m#l/io n<bfttzm&<Dmw* j £7'i bzm 
mL^c 0 f*enfcEafr$5«[L, n^x^;k x-^;ut&#u *£#>y-e 

mis* 7kT«m&Lfzm. mmm^m^-h^^Ax$mL. «*g£3i® 

5/ -4- ttis) - 5 h + y^>'/x- h OS^S!!^ £ 9 . 5 

gf#7t. JK^7 0%. 

X- h (6 5 Omg) £N, N-y^fMMJS H (15ml), y-;U 
(3ml) KiSflPU *^A75 K (0. 46ml), ±b U^A* h*is K (3 
7 3mg) £*D;L. 10 0m'#SU -m®.Wlstz 0 M*-cm^7K*l 

7jc, X-^UT*fe#fg*£#>7T?£«U 8IO^«i*5 6 6mg^. iR 

$87%. 

'H-NMR (DMSO-ds 4 0 0MHz) : 3. 88 (s, 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H). 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1H), 12. 06 (br, 1H) 
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«igfll2 7 : 7- (^>y;U^-» -4-^DD-6-^N^»>^y»j y 

7- (^Ov^U^v) -6-^H^->-3, 4-^kHD-4-+t7'j; 
>(4 0 0mgh ^V7DejH^7S>(0. 3ml) lC*-*->tttffc U > 
(515ml) £2JQA, 2 0#HKB»tLfc. SfiKifca^ 1 0 56*K^ h U 

mcDitSVlZ: 4 2 0 m g f#£ a i» 9 9%. 

'H-NMR (CDCls, 4 0 0MHz) : 4. 0 8 (s, 3H), 5. 34 (s, 2 

H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 

SiigM2 8 : 5- (l>¥)l,**ris) -4-^h^>-2-_Mj^> 

TfrJK©*^ 3-tFD^y-4-/h + M></x-h(l 0g), 
»J£A (23g) £N, N-y7fWA75F (5 0ml) fcJg#U Hfc 
^>v=;U (6. 5ml) $10^ttT«TU 8fc8R#L£. 7^2 0 

ETTil^jKL, ^bn^«^KS#>y-TI!;^t--5i:efe©ISI{*^8. 
0ml^»2 0 0ml^ 8 B#rdJ&#fgt::*£;&n*;fc. f#SnfcB# 
1R^9 6 %. 

'H-NMR (CDC13, 4 0 0MHz): 3. 8 9 (s, 3H), 3. 9 6 (s. 3 
H), 5. 21 (s, 2H). 7. 15 (s, 1 H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

gjjgffl2 9 : 6- (sOzSJUttj,) - 7 ~* b*i/- 3 , 4-y'bKa-4- 
^V/'J / > 

liSTT^^^ 5- (^>>?;U^-^-» -4-^^^- 2 --hD^>'/ 

x-h (is. 8 g ) zmm. (200ml) izmmw:, & (mm (13. 9 g > 
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ffiU MJ*ATtt*U 

4 gf#7c. iK^7 3 % 0 

nt>ntz*^)V 2-T^y-5- (^>->-;i^=^) -4-*^>^>y 
X-h (5. Og) £N. N-->*^;[,*;UA7 5 K (1 5 0ml), J-)V 

(3 0ml) *JI/A75 K (3. 5ml), th^A/h + yF (2. 

8 s) £in*, 10 0«ST#IU -ft*»Ufc. M*T*««7K*1 Om 

XO o 

'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s. 1H), 7. 3 3 - 7. 4 9 ( m> 5H), 7. 55 (s. 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 
mmM3 0 : 6- (^>v?;u^'» -4-gan- 7-p< H4^>^-^/»J> 

6- (^>>»;i/^"» - 7- ^K^~>-3, 4 -£?fc Kn-4-^^-yu y 
> (3. 5g), ^y^n^HWSXll. 5ml) i;t^yM'J> 
(3. 1ml) £fln*. 2 0#|BJjS«tLfc. ^11:^, 1 0 %7hmt^ h 'J 

'H-NMR (CDCb, 4 0 OMHz) : 4. 0 7 (s, 3H), 5. 3 2 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 
mmM3 1 : 4- {[7 - (^>j?;U^-» - 6 H^->- 4 
^T^-ly) - 2-0 U UT— 'J > 
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7- (^>~>*;m-4^» -4-^od-6-* b*>-*i-V l J > (3 0. o g) 
trh7W7>^A/7DUh' (13. 9g) £7-fch> (4 0 0ml) 
izmmvmffiL-CM&lsfz. I©»2 0%7K^^-hU^A7K^(6 4m 1 ) 
»Lfc4-7S;-3-^DD7iy-MiI (36. 0 g) £ifo&nLfc 

3B#p B ^ng*MoltL^ 0 MicTmspu ^pd^;1/^, Tk^flnAfe^ n d 

<h£3ag0>fl^«5J&*3 6. 6 g^Sftfc. iR^9 0% o 

'H — NMR (DMSO-dn, 4 0 0MHz) : 5 3. 96 (s, 3H), 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz, 1 H), 7. 00 (dd. J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, 3=2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 53 (s, 1 H) 

mmM3 2 : N- (4- f[7- (^>S?;i/^-» - 6 4 -sfr^V 

U~;u] a-^fW - 2 -jy any — n ' -:7°De;Ufruy 

4- {[7- (^>->*;u^v) -6-* h*~>-4-*:M/ij -;H 
-2-?DD7ru> (12. 2 g) £&7jc^nn*;UAt-jgS?L.£^ MJX 
5^T5> (8. 4ml) ?:iJDLii£WLt 0 ^l;*7^DD^A (1 
2ml) l:MJ*7y> (4. 5g) ^ig^L?g^cf(cMTL7co liST 2 0 

n-/Dt:>7$> (4. 9ml) Zm^fc. £JBT<* SIC 1 
H8R#-T £ £ e fe@#a<#rtij Lfe. £ OHfr&aSl L * □ o*Jl,AWt5 <h 

'H — NMR (DMSO— d«, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4- 1. 5 0 (m, 2H), 3. 0 6- 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 3 7 - 7. 5 7 (m, 
9H), 8. 20 (d. J=9. 3Hz, 1H), 8. 55 (s, 1 H) 
mmm3 3:N-{2-gaa-4- f(7-bh-a^>-6-^ h^f>-4-^ 
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N- (4- {[7- (^>^;U^-» -6-* b*~>-4-*i-VV-)]s] * 
-2-^DD7x-^ -N' -ynmi/J (4 2. 2g) & h ] ) 7 

ji^nmm (200ml) *?>xji*>m. (n. i m 1 ) £ 

*JoLl 0 0t:T4ISM«#Ljfc. MSTRLhU7;P*D»K*«JBE9*L 
tz„ &?rz&ttto\z2 □ jua. 1 0 %*WLit± h U 

'H-NMR (DMSO-d 6 , 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J = 2. 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 
jgiiffj 3 4 : 6 , 7 - S?* h^->- 4 -^y/o > 

2-T5/-3. 4-y/Ky^|S|/fjK2 0. 0g. 94. 8mm 

0 1 ) l:*M75 Ml 5 0ml) ^rin^T, 8. 5 B#P^ 1 6 CClCiDf&Lfc. 

&&m&ftm&. siau ftztirztJtsst&Tk (ioomix2@) 

«fe#Lfc«:jB«r«JBETffi*SLTBW#JS:l 7. 85g, K$91. 5%T*#/i 0 
'H-NMR (DMSO-dn, 4 0 0MHz) : (54. 01 (s, 3H), 4. 0 
2 (s. 3H). 7. 14 (s. 1H). 7. 34 (s , 1H), 7. 61 (s. 

1 H), 7. 9 7 (s , 1 H) 

mmM3 5:4-frDD-6, 7 h^^-^/ij > 

6, 7->7h + y-4-Wo> (5 0. lg, 0. 2 4mo 1 ) (CX;U 
(2 5 0ml) 43«ktf:*-=^>ifi{fcu > (2 5 0ml=412. 5g. 2. 
6 9mo 1) £in;LTl 2 OfClit«LL IlST^g. MEETiSf&J 
<D**'>fflkV >SSSL. 8«E£*7jc (1 0 0 0ml) l:^*yDP*M (1 
0 0 0ml) £jD*.7t. 2 0fczKBtffc^MJ*AT*/I<&pH£6. 5fCSSg3SL, 
W«/I<fc7KJi£#&L;t. ^SSLfc^tfj/B^Tfc ( 1 0 0 Om 1 x 6®) TSt^L 
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X. «tB£^HJ£AT*£&Lfc&. «jE»ffiLfc. ^l:f^7kKo77> (4 

7 0ml) 5MML> -513 lOtiT^U li-^LTg^ 

^38. 5g, K$71. 4%X'&Zlo 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 4. 09 (s, 3H). 4. 0 
9 (s, 3H), 7. 1 4 (s, 1H), 7. 34 (s , 1H). 7. 61 (s, 
1 H), 7. 9 7 (s , 1 H) 

giafifflj 3 6 : 4 -frPP- 6 , 7 S^fx^^VU > 

6, h^-4-+tVn> (10. 0 g, 4 8. 5mmo 1) l:h 

;UX> (1 0 0ml) *S«kat^>>ffifk:U> (7. 4g, 48. 6mmo 1) £ 
MT12 0tT6. 5P*|SJ«#L;fc. SfiJT^, HU h)lJL> (1 

0 0ml, 50ml) T^lT, 11. 5g, i» 9 1 %T 

»iSflll3 7:4- (4' -y $ 7 - 3 ' -pan) -7x^y-6. 7-^^ 

4-7$/-3-^D07iy-;i/tt»it (14. 6 g, 8 1 mm o 1 ) 
ifbtMJ^A (8. 5g. 0. 2 lmo 1 ) 43«ktf7K (9 0m 1 ) £;0nx.ig8? 
S-fr. 4 -{7 DO- 6, 7 -~>*y; h^^y.j >(12 g> 53mraoD* 
«fcOf^^;UX^;i/^rh> (2 2 5ml) &1&7LX. 2 WIJtSK L 7c . SlSfR^J^ 
SOtUSPi, ^dojJx^a (5 0 0ml) (5 0 0ml) ^UQplX 

1 0#fflffi#Lfct6, Wa®i:7jcji^^L7co tfttLfcjfcJi^MKl^cm*^ 
A (2 5 0ml) *1M7L. I O^mmWVTzm. ^iftLfc. H5:ftfc^r«B£i« 
J£»*8U SIMd*^/ — ;U (5 0ml) £fln* 3 0 #IHHa#Lfc 

Ii-^iLTI^?:l 5. 6g. 8 5 5ST»Jfc. 
'H-NMR (DMSO-d., 4 0 0 MH z ) : 63. 95 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J = 8. 8Hz, 1 H). 

6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz, 1 H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1 H), 8. 53 (s, 
1 H) 

mm&l3S : 4- (4' -y$y- 3 ' -g OD ) - 7 xy^y-6. 7-^V* 
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4-75y-3-^DD7xy-;«I (1. 3g, 7. 2mmol)l:2 
0%7KKffc^-hU^A*^ (3. 5ml) fcitf* (2ml) SrlnA«»$-&. 
4-* OP- 6, 7-v^h*>^y.j> (0. 8g, 3. 6mmo 1 ), 
□ *;PA (6m 1 ) *5<fctfr- h ^Zf^frT >^-*5 l±yu S. K (0. 58g, 1. 
8mmol) £flo*.T, 2 P$Kil«tLfc. £/fc&£Jft23Jf£ % ^nosfc^A do 

mi) *5«t^7k (iomi) ttm?LTi oftmm&^tcm. mmmt^m^m 

Lfeo ftmLfz7km&mz?un*jl,A (lOml) &UQ7Ls 1 0»H»#Ufc 

ml) £^A3 0#fBJ8fc#Lfc&. fl£i§ • ftj»LT@»!ft$ 1 . Og, iK^8 3 

^flfigUl : N- (2, 4-y7MD^>yjj.) — N ' - {4- [(6, 7 -if* 

4- [(6, 7-y/h^x-4- + y'JJl/) *"^i>] - 2 - 7^*D T~ 'J > 
(1 0 Omg) £h;Ux> (5. 0ml), h'JX^;UT^> (1. 0ml) fcfln 
3*Jg«¥Lfc^ ^od^> (1. 0ml) lC?gfi?L7i h >J#*y> (10 3 
mg) £*ra*T3#ra*ni&«^Lfc. ^C2, 4-y7;i/to^>yjl,75>(5 
4mg) SriQAT, $ 6 iz 5 Wm^Mfift L7c. KJftffcfCfi&fn^ h U 
A7kiSi££ftJ*., ^ A TjfiffiU £7 □ n*;|,AJE£a$zMi6B&± h U O A 

/l) TllWt5yiJAWD7 h^77^-l: ( J;?)iiL 1 3km(Dik<£®$: 
1 2 3mg, JK^8 0 %T?#7c<, 

'H — NMR (CDC 1 3> 4 0 0MHz) : 54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4- 6. 9 9 (m. 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s, 
1H), 8. 16 (t, J = 9. 0Hz. 1H), 8. 47 (d, J = 5. 1Hz, 
1 H) 

Wmfrtftm (FD-MS, m/z) : 4 8 3 (JVT) 
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mffiM2 : N — { 4 — T ( 6 , 7 -V* h^y-4-^yUJl/) ttzsl -2-7 

— N ' - (2-7MPXfJl.) frl^T 

4- [(6, 7-v* - 2-7MD7nj> 

(lOOmg) ^FJH> (10ml), h l Jl?^7=> (0. 5 m 1 ) KJnSft 
*£fl?L7cl£, is>7UU**?y (l. Om 1 ) fcJgtfLfc h U**-ir> (4 7mg) 
2rJn^.T5^r B m%3l^b/zo *CM2-7MniW$> (4 2mg) 
&m?LT. £ b iC 8 B# (siting 3s Srt L 7c o ^MfC^fO^TK*^- h y ^7 AtK^^ 

7ilU£T?£*££g£LTf#£n7cg|££, ^ □□*;i/A/7-fe h> (2/1) TI 
it?»y'J*7->7n7h^77^-(aOii}l, mm(D4t^^:9 3mg, 
M 7 2 %TWc„ 

'H-NMR (DMSO-d 6 , 40 OMH z): 5 3. 4 0 (m, 1H), 3. 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 2 1 (m, 1 H), 8. 47 (br, 1H), 8. 48 (d, 
J = 5 . 4H z , 1 H) 

Ki^firl (E S I -MS, m/z): 4 0 4 (M*+l) 

mmm3 : N- (4 - [(6, 7 - h*is-4-*J :t=E~>3 - 2 - 

— N ' - (2 -bf Uf^l^^U) r7U7 

4 - [(6, 7 h^5/- 4 U;U) *M^] - 2 -y)l^U7~ U > 

( 1 0 Omg) £ h)lJL> (5ml), h Ux^I/75> (1ml) lzmMlsTz'&. 
y700/^>C^Lf:hUm'> (104mg) £}jn*.T U 7 ^ u/ ^ X £ 

tfuv> (40/ii) *im?L, mmmiM* 2mmLfc 0 ^mizm^mm7Km-r 

hWAy^mm (lml), ?nn*)Ul± (2ml) ^iBX.'rt 7 0±lZ{%& L, 
^on^ATttitiLfco MJ£T?§£g£g^LT#<Dn7cg|££, ^nn*;UA 
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»M^12 6mg, ifc$8 8 %~C^fzo 

'H-NMR (CDC 1 3, 400 MH z ) : 5 4. 07 (s, 3H),4. 09 (s, 
3H). 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8- 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1 H), 8. 55 

<d, J = 4. 1Hz, 1H) 

KS^-f/fM (FD-MS, m/z) : 44 8 (M*) 
HSMffl4 : N-7UJI/-N' - {4- [(6, 7y7hty-4-^7'J^) ?f- 

4- [(6, 7-v7h + y-4-^/UJW ^+~>] - 2-7MD7-U > 
(1 0 Omg) £MUX> (5ml). S>Jxf;i/7 5> (1ml) KigflPLfcSL 
i??nn*?>izmmvfz hV*x?> (I0 4mg) £in;^ iniftilgft^5^ 

misfz. *IC7'J^7$> (22mg) SrtnAT, £ £ {ZflO^ilolt^ 4 U# IS] Ltz. 
^^^{CtS?n^^7K^^- h U ^A7Kj^^ ( 1 m 1 ). Znn-fcjUA (2ml) &1ju 
iHV^iML, ^OD^;UATjfi£tlL7Co MiET^^@£LTf#bn 
7t?jg££. ^□□^A/T-ti h> (2/1) T-Jgf^T-5->U^y;U/7n y- 
^^-tC^DfjfgiU »M$125mg, «9 8 %Tf#/io 
'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 3. 9 1 - 3. 9 6 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1 H), 5. 5 8- 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1 H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz. 1 H) 

nmftffim (fd-ms, m/ Z ): 397 (mo 

mmM5 : N- (4-f (6, h^->- 4 -^y 'J )V) 3-^^-2-7 

4-[ (6, 7 -v^ h + x-4 - + yj^) ^+->]- 2 -7)V*UT- U > 
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(1 0 Omg) £ h;Ux> (10ml), h Ul^7S> (2ml) izmffiLfz 
^nn**>£jg#L;fchU2ft*y> (I04mg) SJo^tT 5^HJDJ» 
ifiiSLfc. ^tyntr;U7 5> (2 9mg) £;&n;i. 4 0 #raanf»««Ebfc. K 

^)vm^m7^m± b u ^AT'^Lfz.mEETmm^m^uxm^nrzm^^. 

?uu*)Vi±/*? (io/i) Tllit5ily«j*y;^n7h^7 

'H-NMR (CDC 1 3 , 4 0 0MHz): 60. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 5 1 (d, J = 5. 4Hz, 1H). 6. 7 4- 6. 7 6 (m, 1H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5. 6Hz, 1 H) 
nmfttfrm (FD-MS, m/z) : 3 9 9 (M0 

mffiM6 : N- {4- T(6, h^5>- 4 U;P) sM^I -2-7 

)V-tuy — N ' - (4-^;i/^-ny^;i^) frUT 

4- [(6, 7-y7h + y-4-^yUJl') ^^~>] - 2-7MD7"U > 
( 1 0 Omg) & hAJi> (6m 1 K h'JI?Jl/75> (1. 0ml) idflii^ 

fi?L7cf£> y^oo^> ( 1 . 0ml) (3^?L/i h Utf*y> ( 1 0 4mg) 

4-7MD7*W$>MI (55mg) £;ta*.T, £ 2 B#raM&lgflE 

^ P P A Jf £ ^J^g^ ^ ry A L fz o ^-jr^ £ @£ L Tf# £ 
7c3l££, ^ PP^;UA/7-fe h> (2/1) T:mffl'T%i<'iJ*tr)lt7n-? btf 
77^-l;ctOiSL Si«M8 0m gl iR^5 5%Tl#7to 
'H-NMR (CDC 1 3, 4 0 0MHz): 6 1. 6 6- 1. 8 7 (m, 4H), 

3. 3 3- 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m. 2H), 7. 42 (s. 1H), 7. 51 (s, 1 H), 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
K*##Ht (FD-MS, m/z) : 4 3 1 (MO 

nffiM7 : N — { 4 — [(6, 7->>* h^->- 4 / iJJU) ^»->] -2-7 
-N' - (2-yabf-;t/) ^1/7 
4- [(6, 7-:?* h*^-4-*/ UJIO -2-7MD7lU> 
(1 50mg) £ £ □ □ tfuUA (10ml), HJ X3MUT ^ > (2ml) fcigfip 
U y7nn^^x:iiu c Hj^y> (I5 6mg) SJnATlO^HJn 
*ftiS«ELfc. *l:7'D/^^75> (5 3mg) £;&n*.T, $Slc3 0^WJO 

^SnfcSISS:. ^nn*;|/A/7-fe h> (2/1) T'lntSyU^WD 
V h^^-lZckOllfSU &m<D<t'&tot: 1 6 4mg, W 8 7 %Tf#£,> 
'H-NMR (DMSO-d*. 4 0 OMHz) (5 2. 4 9 - 2. 5 1 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1 H), 6. 
8 9 -6. 9 2 (m, 1H), 7. 0 4 - 7. 0 6 (m, 1 H), 7. 26-7. 
29 (m, 1H). 7. 39 (s, 1H), 7. 49 (s, 1 H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

mmM8 : N- { 4 - [(6, 7-y^h^->-4-^;iJj|.) -2-7 

4- [(6, 7 b*~>- 4 V )V) - 2-7;i/tD7z'J> 

(lOOmg) 5h^X> (8ml), h>JX5 1 JI/75> (1. Oml) dDlig 
# Lit ft, h;UX> (1. Oml) izmmLtthV7fr7str> (4 7mg) £;Dn;L 
T5#MiniS&jB8fEL£. ^tCttMgx^T^ > (6 0mg) £JD*.T. £«=>K5 

Tf#£ttfc85£&. ^ □□*M/7t h> (2/1) ■vmm-tz>'>vt> A f)i2 
'H-NMR (CDC U 4 0 OMHz) : <5 1 . 21 (t, J = 7. 3Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
ff*##rfil (ES I - MS, m/z) : 3 8 6 (M'+ 1) 

mffiW9 : N-7^-N' - {4- f(6, 7->^ 4 -*>MJ Jb) ^ 

4- [(6, 7-y^h + y-4- + yiJjl.) - 2~7Mo7^U > 

(lOOmg) JhJH> (8ml), b U X^;UT5 > ( 1 . 0 m 1 ) '£Snj&ig 
MUX> (1. Oml) HJ**y> (4 7mg) 

T5#HiD3fcifiaEL7S:. ^K^^UTS > (8 0mg) £*0*_T, $ 5 £ 5 

^DO^/7th> (2/1) TJgHJTS^U^y^^nv 

•H-NMR (CDC 1 4 0 0MHz): «0. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H). 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H), 8. 
30 (t, J = 9. OHz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
MMfttirm (ES I -MS, m/z) : 414 (M'+ 1) 

^MM 1 0 : N- (sec-y^;l/) — N ' - {4 -r (6, 7 -i?* h^v-4 - 

4 -[ (6, 7 -it* b*ri'-4 U;i/) 2-7MD7-U > 

( 1 0 0 m g ) , £ ^ □ □ (5ml), MJ X^;UT 5 > (1ml) 

L7cf£, z/?nn*?>izmffiLfc h <J&x¥> (I0 4mg) £fln*.T5#ra 
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Jna&jtfiftLfc. ^i:sec-7W5> (4 8^1) &jmx. % lOftmamm 
17mg, W8 9%Tf#7c: 0 

'H-NMR (CDC l,, 400MHz): 50. 95 (t. J = 7. 6 Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H). 6. 48 (d. J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 ( m> 
2H), 7. 08 (d, J = 2. 7Hz, 1H), 7. 42 (s. 1H), 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5 . 4Hz, 1H) 

nmftffim ce s i -ms, m/z) 4 1 4 cm*+ d 
mmmi 1 n- (4-r (6, 7-^h^>-4-t/ij^ ^->i-2- 

4-[ (6, 7-~>** h*~>-4-*y U;U) t+y]-2-7MojziJ> 
(1 0 Omg) £^nn*;UA (5ml), S'Ji^7=> ( 1 m 1 ) \zmML 
ttm. ¥?nn*?>iz®Ml>fzbiJ*z¥> (i04mg) £;ta*.T SflflMra 
**38«EL,;fc. ^JC-f y^;U7S> (50M) SrftlA. 1 0 #|Bjanf»5gSS Ltc. 
S^«r^no*;i/A/7-fe h> (4/1) TlFjItSy'J^^^nT ^7 

'H-NMR (CDC 1 3,4 0 0 MH z ) : 6 0. 9 4 (d, J = 6. 6Hz, 6 
H), 1. 7 7- 1. 8 4 (m, 1 H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
li^Hfl (ES I-MS, m/z):414 (M'+l) 

12 : N— {4— f(6, ^~>-4-4,y 3-41 ->i- 2 - 

7J^Q7i-;i/) — N ' - (1. 2 - ; J^^-)ly°U -7 1/7 
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4-[ (6, 7-^h + ->-4- + ;iJ;W t*y]-2-7MD7-'J> 
(1 OOmg), £^nn*;UA (5ml), >'Ji5 ; ^75> (1ml) KJgfip 
L£«, ^Dn^^X^Lthij^yv (4 7mg) £ft]*T 3 0#IBJ 
^fflTft^Lfe. ^Cl, 2-v^^yD{f;uy^> (55/il) £JniL % 1 

mOit&W)* 8 9mg, iK^65%Tf#fe 0 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 0. 93 (d, J = 2. 2Hz, 3 
H). 0. 95 (d. 3 = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1 H), 3. 7 6- 3. 8 4 (m, 1H), 4. 
04 (s.. 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz. 1H), 6. 74 (d, J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m. 2H), 7. 42 (s, 1 H), 7. 51 (s, 1 H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 
H»##rM (E S I -MS, m/z) : 4 2 8 (M*+ 1 ) 

mmmi 3: N-{2-^qp-4-r(6, i-v* h*->-4-*; »j jm 

2-^on-4-[(6, 7-^h + ^-4-^/ij;Wt*y]7ziJ>(i 
OOmg) £^nm*;UA (7. 5ml), h Ul^75 > (1ml) (C?g#?L 
fclfe. £nn*;UA{3£#LjfcMJ**y> (9 9mg) ^inAT, iDj»ffl«ES 
5*HBJLfc. ^(Cn-yoe;UT5> (21mg) £Jn;fT\ $ SfcJn&jf SE£ 

'H-NMR (CDC 1 j, 4 0 OMHz) : 50. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s. 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz. 1 H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1 H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

nmftVfm (FD-MS, m/z) : 4 1 5, 417 (MO 
^Mgjll 4 : N- { 2 □□- 4 -r (6, 7 - V * H^->- 4 U JU) 

^•^->i7 3:-;i/} -n' - (4-y;i/^-p- 2 frur 
2-^dd-4-[(6, 7-vpt y;io ^s^t-u > d 

2 2mg), £^nD*;i/A (10ml), h'JX5 1 ;i/75> (1ml) fCig*§?L 
fcit, y>/DO^^>l:i|^U:hij^> (HOrag) SiDAT 3 0 #|BJ 
M«L/c. &l;:4 - 7;M-D-2 -*^;U7-'J >(l 2 6 1 ) *1iU7i, 
2&£IB!IMTitfc#Ljfc. SJESfflcfC^^y-;p$iniA. «ffiTi8«E£S5&LT*&e> 
*afcg|££» ^OD^M/7t h> (2/1) TIlt-5yU* h 
^^-JC^OffigJU SS0{k^Ml4 2mg > JRafs 7 9 
'H-NMR (CDC 1,, 4 0 OMHz) : « 2. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d. J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H). 
7. 19 (d, 3 = 2. 7Hz. 1H). 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9. OHz, 1H), 8. 50 (d, J = 
5. 4Hz, 1H) 

MMfttftm (ES I -MS, m/z) :4 8 2, 4 8 4 (M' + 1) 
mmmi5:N- (5-y'n^-e-^^-)\,-2-ifV^)U) -N' - {2-2 
□ P-4-r (6, 7 -V* h*i/- 4 -JryiJJl) **~>17 3L=L)U) 

2-^DD-4-[ (6, 7-~>** h + ->-4-^y U;U) jf^S/p*— U> (1 
22mg), £^nn*;UA (10ml), HJx5^75> (1ml) digfifL 
i?9nn*?>\zmmLrzh*J *Z.ir > (liomg) £Unx.T 3 0 #H 
^i&Tlft#L£:. -757- 3 -^D^E- 2 -*^;PtfU >?> (2 0 8m 

g) SrSn*., 2B?R8M-?iffi#L£. JE^tc * ^ / ittJETiS*£<£ 
S3cLT?#£>n7t:&S£, ^oo*W7th> (2/1) TJUfPj-T-S >- U # 
y;P^D"7h^7 7^-{C«kO»S!!L, iW^15 5mg, iK^ 7 7 % 



WO 00/43366 



PCT/JPOO/00255 



- 57 - 

'H-NMR (CDCl ; ,4 0 0MHz):(5 2. 69 (s, 3H), 4. 06 (s. 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m. 1 H), 7. 30 (d, J = 2. 7Hz, 1H). 
7. 44 (s, 1H), 7. 53 (s.'lH), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 

nmftffim (e s i -ms, m/ z ) .-543, 545, 547 (m*+ 1 ) 

mmmi 6 : N- {2-£nn-4-r (6, 1 -V* h*->- 4-*y >J JU) 
t^y)7xZJH — N ' - (5 □□- 2 -fcf U 1^7 

2-^oo-4-[(6, 7-v* K*->-4-^y* U;U) t+y]7-U> (1 
22mg), ^^nn^;UA (10ml), MJx^;U7 5> ( l m 1 ) fc?g^L 
i/^OD^^>{c^L^: MJ*xy> (HOrag) $MT3 0^ 
mfMT»L/ic #;(I2 -75 J- 5 -^nnfcfij >?> (I4 3mg) £;&Dyi, 

^oo^;UA/'7-fe h> (2/1) TJRWT* 2^ 'J N 

'H-NMR (CDC 1 4 0 0 MH z ) : 6 4. 0 6 (s, 3H), 4. 0 6 (s, 
3H). 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d. J = 2. 7Hz, 1H), 

7. 44 (s. 1H), 7. 53 (s. 1 H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J = 2. 7Hz, 1H), 8. 5 0 -8. 5 3 (m, 2H), 8. 
9 2 (s, 1H), 12. 11 (b r s, 1 H) 

MMfttm (ESI-MS, m/z) 4 8 5, 487, 489: (M' + 1) 

mmm 17 .- n - ( 5 - -rn^ - 2 - e u yju) - N , -{2-^pp-4-r(6. 

7 h^y- 4 -*J \) )V) t^->17x^} frlx7 

2-/7 Dn -4-[(6, 7-y/F4 1 y-4- + ;'Jjl') t+y]7^'J> (1 
22mg), ^^po*^A (10ml). h'jX^l/7 5> (1ml) {Cig6?L 
Jfcfg, yyOO^^>C!§glthiJ^y> (1 lOmg) £flP;iT 3 0 
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^(C2-T5y-5-yD^hfUv> (i 9 2mg) Ziu?L. 

titzmiE&* ?an*jUA/7-th> (2X1) TIitix'J*y;p^P7h 

'H-NMR (CDC 1 3> 4 0 0MHz-) : 6 4. 0 6 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 1 8 (m, 1H), 7. 3 0 (d, J = 2. 7 Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7- 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 Cd, J = 2. 4Hz. 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H), 12. 09 (b 
r s , 1 H) 

n*#mm (es i -ms, m/z) .-529, 531, 533 (m-+ d 

gl^ffj 18 : N- {2 - gna-4-r (6, 7 - h*^- 4 yj jm 
**is17 — N ' - (2-^h^y7xZJl,) ^7 

2-^DD-4-[ (6, h^^_ 4 _^y , J;U) :t ^, >]T _ IJ> (1 

OOmg) £^do*;ua (10ml) »c»#U 2 h + y7izH y -> 
(54mg) eDAT6 0 < CT-Mj$Lfc. K&miZX ? J -)1>&DU 
?L. m&Tmm&m&LT&e>tlft&t<$: % t7nnfrJlsA/T±h> (6/4) 
TlFTOy>J*y;^D7 mm<D<t&vo& 1 1 1 

mg, «7 7 

'H-NMR (CDC 1,, 4 0 OMHz) : (5 3. 85 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d. J = 5. 1Hz, 1H), 6. 89 
-6. 9 3 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1 H), 7. 0 5-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1 H), 7. 23 
(d. J = 2. 7Hz, 1H), 7. 35 (s, 1 H). 7. 36 (s, 1H). 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J=9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

nmftffim (ES I -MS, m/z) : 4 8 O, 4 8 2 (M'+ 1) 
%ti&Ml 9 :N- (2-^013-4 -r (6. 7 N4^-4 y ij ;M 
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2 2mg) ZZnaftJlA (10ml) KiSflSU _o- hJU^Jl-f y >-7^- h 



(5 9mg) ^rinAT^-e-^S^Lfco S^tC^^ y -^£;fjD;i, MJET 
— ^;i/^inx/io #r£fciL*:if£iI.£zI§iRU Sil£Ht;-&^£5 9mg> »3 4% 



'H-NMR (CDC lj, 400 MH z ) : 6 2. 3 8 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. l 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1 H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1 H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
mmftVrm (ESI-MS, m/z):464, 4 6 6 (M*+ 1) 
^3iffi2 0:N-{2-^DD-4-r(6, 7-5^* N^~>- 4 »J ;U) 
^f>T7^ -;i,} — N * - (5 2 -bf'J v?;iQ frUT 

2-^DD-4-[(6, 7-^7 K^-4-^y , J;W ;t ^. >]7 _, J> (1 
22mg), £^dd*;UA (10ml), hiJxW5> (1ml) (Cfgfilt, 
fz'&. y^DD^^>lcigj5?LfcMJ^7y> (1 lOmg) ^Aa^T30^^ 
il^TiWLTi. ^fC2-7$y-5-hf3U> (120mg) £*JD;L, 2 B#F^ 

^DD^A/T-fe b> (2/1) -Cmm?Z>i/Vfi¥)l/?n-?h>f77 

'H-NMR (CDC 1 3 , 4 0 0MHz): 52. 31 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J=8. 3Hz, 
1H), 7. 13-7. 16 (m, 1 H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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KSfrflrffi (ES I — MS, m/z) : 4 6 5 , 4 6 7 (M*+ 1) 
mffiM2 1 : N- {2 -^DD-4-r (6, 1-*J* h*js-4-* J n )l) 
t^->i7 x-;H — N ' - (6->9=-;U-2-fcf'JS?;U) frl^T 

2-/7od-4-[ (6, 7-->** h+.>-4- + yij;w ^->]7=U> (l 
22mg), £^do*;!,A (10ml), h'Jl^7 5> (1ml) KlJgfllL 
fclSK y^oo^^>|:^Lfchi JW> (llOmg) *Jd*T3 0#|BJ 

*C6-7S/-2-K3U> (1 2 Omg) ZMipl, 2*m 
M"T?8E#Lfc. */-;p&Jnx., «JET»J»£©3? LTfi5ft&8S 

^nD*;UA/Tizh> (2/1) ™ny'J^MOYh^77 
-f — iCfcOUfffilL, mm<Dlt£>!&)$: 7 3mg, *K*4 2%Tt#fe 0 
'H-NMR (CDC 1 400 MHz): 52. 57 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H), 

7. 30 (d. J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m. 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. 0Hz, 1H), 12. 45 (s, 1 H) 
nrnftViW. (ESI-MS, m/z):4 6 5, 4 6 7 (M*+ 1) 

mmM2 2 : N- {2 -gpp-4- r(6, 7-^h^y-4-tyiJ;i/)^ 
*' >] ~ N ' - (4 -j* ^y7x-Jl/) +r\s7mMLm. 

2-?DD-4-[(6, 7 H^^-4_^y ,j > (1 

OOmg) £^nn*;i,A (4ml) \zmMLfzi£. 4-^h^y7iz;KV 
>>7j— h (60/il) *jllATSiaT!-«K(5lfc. «ffiT»«E*@3feL % f# 

aHAcM^fS^lliiL, N-2-^nn-4- [(6, 7 -V * h^-ls- 4 
JV)V) 7i-JhN' - (4-* h^f>^x-;U) ^71/7^9 Omg, 

'H-NMR (DMSO-d«, 4 0 0MHz) : 5 3. 73 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H). 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s, 1H) 

mffiM2 3 :N- (2-^DD-4-r (6, j^>- 4 -^ j tJ )]y) 

2-^DD-4-[(6, 7 f.^.>_4_^y ^ 5/]7 - u> (1 

2 2mg) £^DD*JUA (10ml) fcjgflpu 1 V ^>T^— h 
(7 5mg) SrlJOATMT-lftfllJ^Lfc. SJE«f;:* * y -JUZtiQA. Ml£T 

— ^USriDAfc. #rttSL;fc&||$:jliIfcU &S<D<t&%3&l 05mg. iR^ 5 7 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 4. 03 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1Hz, 1H) 

Kfia-flrte (E S I -MS, m/z) : 5 0 0, 5 0 2 (M* + 1) 

4 : N- (2, 4-^7;^D7xZJ|.) — N ' - (4 - [(6, 7 - y 

* h*->-4 -*y -2. 3-y7f;i/7xz;n fr^r 

4- [(6, 7-y^h + y-4-^/'j;i/) -2, 3-y^^7z 

U> (7 10mg) £^on*;UA (7ml) IzmmLfz'tik, 2, 

g> 1R^7 0 %T1#/l„ 
'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 14 (s, 3H). 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d. J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1 H), 
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7. 03 (d. J = 8. 5Hz, 1H), 7. 10 (s, 1 H), 7. 40-7. 

45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H). 8. 

46 (d, J = 5. 4Hz, 1H) 

IIMt (FAB-MS, m/z):4 8 0 (M*+l) 
mffiM2 5 : N — {4-r (6, 1 -V* h^5>- 4 -^y u ;[/) ^^_ 2| 

3- i^^^)lyx.=.M -N' - (4-y)U*U- 2-*^)U7x.-)\,) ryjsj- 
4-[ (6, 7-y/h + y-4-+y"J^) ttis]- 2 , 3 - i**^^ - 

U > (1 2 Omg) DO/Js^A (10ml), h UX^75 > (1ml) (3 
igflPLfcfg, ^^na^^>{C^LAch'J^xy> (i 1 Omg) &mXT3 
Oftffl^i&T'&WLfzo &\Z4-7Jl>*n-2 -*^)17-*) > ( l 2 6 u 1 ) 

LT^etlfc^SSr, (9 1/9) >>U # 

y;U^p-7 K^^7^-H«kO»«L, &m<Difr&%)% 1 6 Omg, JR*9 1% 

'H-NMR (CDC 1,, 4 0 0 MH z ) : <5 2. 12 (s, 3H), 2. 2 2 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1 H). 6. 42 (s, 1 H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1 H). 7. 4 6 - 7. 5 5 (m. 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

Ri^lfffi ( E S I —MS, m/z) : 4 7 6 (M' + 1 ) 
mmM2 6 : N— {4-r (6, 7-y7^y-4-t;'JJI^) :fr*^l-2. 
Z--J^)Vyx.=.M — N ' - (3-7j|/tD-2-/h^y7x-;|/) frU 

z 

4- [ (6, 7-^h*y-4-^iJW ^y]-2, 3-y/W^ 
U > ( 1 2 Omg) &^DD*M (10ml), h iji^75> (1ml) fc 
*&S?LAcf&, L£Mj3fc*y> (1 1 Omg) £flQ*_T3 
OtofSmm.-V9lW\s1Zo -k\Z 3 -7Kn-o-7Zyy> (13 2^1) 

f&Snjfc8S££, ^Pn^;UA/^^y-;i/ (91/9) TflllltSy'J*^ 
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^D7h^77^-l:«k0*«L mm<D\^^2 3mg, JRsp 1 3SGT»fc. 
'H — NMR (CDC 1 3 , 40 0 MH z) : 5 2. 1 5 (s. 3H), 2. 3 2 (s. 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m. 3H), 7. 43 (d, J = 8. 5Hz, 1 H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 
5t*##rM (E S I -MS, m/z) : 4 9 2 (M*+ 1 ) 

MffiM2 7 : N-(5-yp^-6-^^^-2-hf'J^;U)-N , -{4-r(6. 
7-y^h^y-4-^y'J ^) ^->1-2, -^1/7 
4-[ (6. 7 h^-4 - + / U;U) ^-4 i ->]- 2, 3-i?*?-)\,T- 
U > (1 2 Omg) £?on*;UA (10ml), h UiW5> (1ml) £ 
mmLtttik, H?nn*?>izmMLrcbO*X¥> (l lOmg) ^ D ^t3 
0#MMT«#L;fc. ^^6 3 -^"oqE-2 -^^;Pt°U^> (2 
0 8mg) £#D;i, 2BSIHM*t?ifc#Lfc 0 £DMlCpt ^ / -)V?t1&X. MffiT 

!§i^gSL/Ti#btifci$$, ^oo*w^^/- ;p (9i/9) -vmm 

t5y^Wo7h^77^-(:J:^iL, SSOXt^* 1 0 3mg, 
iRsp 5 2 %TWc» 

'H — NMR (CDC lj, 4 0 OMHz) : <5 2. 16 (s, 3H), 2. 4 2 (s, 
3H), 2. 65 (s, 3H). 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8 . 8Hz, 1H), 7. 
04 (d, J=8. 8Hz, 1H), 7. 44 (s, 1 H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

nmftVfm ces i -ms, m / Z ) : 5 3 7, 539 (m*+ d 

Hfl&ff] 28:N-(5-?DD-2-fcf'J fx^) -N' - {4 - [(6, 7-^p^ 
4- [(6, 7->7h + y-4- + yiJjl,) ^4^] - 2 , 3-^^^;U7- 
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U>(3. OOg) 4^nn*M (150ml), h'JlW5> (6ml) 
lZ®MLfzW:. ?9nu*?>\zmmL1tbi)*xy> (2. 7 4g) $JaAT 
ija?3 0»TOLt, ^tC2-75y-5-^nntfU^> (2 . 3 8 g ) 

3. 4g, iR45 7 7 %T#7c 0 

'H-NMR (CDC l lt 4 0 0-MHz) : 52. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1 H), 7. 6 2 - 7. 6 8 (m. 2H), 

7. 90 (d, J=8. 8Hz, 1H), 8. 23 (d, 5 = 2. 4Hz, 1H), 

8. 45 (d. J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1 H) 

nmftffim (esi-ms, m/ Z ) 4 7 9, 4 8 1 (m» + n 

mmW<12 9 : N- (5 -yaqE- 2 - bf'J — N ' - (4-r (6, 7 -is 

4-[ (6, b*i/-4-*J\))V) ^j /] _ 2> 3 _^^^ T _ 

U > (1 2 Omg) ^^od^a (10ml). h'Jl?;P7 5> (1ml) iz 
mmisfc&s y^Dn^^Xc^^ch'J^^ (11 Omg) ZtoTLT 3 
0»MMTffi«iLfc. ^(C2-7=7-5-yn^bfU^> (1 9 2mg) £ 

Tt#e>nfe»$ft, ^□□^l/A/^^y-jl, (9 1/9) 
^^-^l^^ii£^ffl£lt7lt3XU mm<Dlk€>®)$: 8 Omg, W4 1 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 16 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J=8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1 H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J=8. 8Hz, 1 H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (brs, 1H) 

nmftffiM (ES I -MS, m/z) : 5 2 3, 5 2 5 (M*+ 1) 
nffiM3 0 : N — { 4 — f ( 6 , Y*ris-A-*J ^->l-2, 

3- y^^7xZJ|/l — N ' - (2 h^'>7jcn;P) 
4-[ (6, 7->7h + y-4-*;'J^) 

U> (12 0mg) ^^no^A (10ml) 2-^h^7iz 
MVi/Jt-h (6 0^1) £JOATMT-lftfll#l,£:. SJtSiKt^^y- 

^-^(C#*(DX— rJI/fciOAfc. #rtaLfclNI£a8lU SlCfb^feS 1 3 1 

'H-NMR (CDCI ] ,4 0 0MHz):52. 16 (s, 3H), 2. 32 (s . 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 2 6 (d, J = 5. 4Hz, 1 H), 6. 85-6. 87 

(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8. 4 5 (d, J = 5. 4Hz, 1 H) 

H*##fffi (E S I -MS, m/z) : 4 7 4 (M* + 1 ) 
mmm3 1 : N- {4-f (6, ^v-4-^7 u;u) ^->1- 2. 

3-zf*^)\,7x.=.)],) -N' ~ (2 

4- [ (6, 7-y^h + y-4- + yiJjl.) t+y]-2, 3-y^^7^ 
U > ( 1 2 Omg) $^DO*M (10ml) £igfl?U o_- h ;K JKV*> 
T-T—h (5 5 m 1) £flDATMT-liftift#Lfc. SJftffcfc:;* $> y -ju&UUX., 

McDX-^;USr^^.7c 0 f/rftL7c^JI£«U 1 3 Omg, JR 

$70 %Tt#7c. 
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'H-NMR (CDCi ; ,4 0 0MHz): 52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 -6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1 H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1 H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

K«#4ff«fi (E S I -MS, m/z) : 4 5 8 (M' + 1) 
H»J3 2 : N- (4 - ^7 dp - 2-^^-JUyjL-)l) — N ' - {4- r (6, 
7-y7h^y-4-^ 7'J^) ^^-2. 3 - 5P^!7 :n ~;H 

4-[ (6, 7->>\X h*->-4-*/»j;i0 2, 2>-V*=^)VT- 

U > (1 2 Omg) £^ nojtuUA (10ml), h Ui^7^> (1ml) 
mf&Lfzm* ¥?nn*?>izmmLfzh>J*xy> (l l Omg) £2jn;LT3 
0#WMTjft#Lfc. ^1:4 □□ - 2 -p<^;U7- U > (13 0^1) £ 

Tf^ntas*, ^nn*;UA/;*^/-;i/ (9 1/9) TJRBJ-r3~>U #y 

"H-NMR (CDC 1,, 4 0 0MHz):d2. 14 (s, 3H), 2. 18 (s. 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H). 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1 H), 6. 40 (s, 1 H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 44 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9 . 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

SIMM (E S I -MS, m/z):4 9 2, 4 9 4 (M'+ 1) 
jg»!)33 : N— {4-r (6 , 7 h*js- 4 -*rJ U )V) *-*->i-2. 
3 jcn;U> — N ' - r>UT 

4-[ (6, 7-i?^h^y-4-^;ij;|/) t^]-2, 3-v^^T^ 
U> (1 2 Omg) £^Dn*Jl/A (1 0ml), h'Jlf^JSy (1ml) \z 

mmvtz'i^ ¥9nn*?>\zmmLfzhi)fcxy> a iomg) ^mx-c3 
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0#|BJMT«#Lfc. ^tC2-7$ye'Jy> (104mg) -Bfein 

^□D7ix;i/A/^^y-;u (9 1/9) TSwrs^'J*y;i/^n-7h^7w 

'H-NMR (CDC lj, 400 MHz) : 62. 16 (s, 3H), 2. 4 1 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7- 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

nmfttitM (E S I -MS, m/z) : 4 4 5 (M* + 1 ) 
mmM3 4 : N — { 4 — f ( 6 , 7 h^->- 4 UJtQ :t=fr->l- 2, 

3-y/^7 jc-;|/} -N' - (5-^^-2-e'Jy;i/) 1x7 

4-[ (6, 7-y7h^y-4- + /iJJW ^.> ] _ 2 . 3-f/*^;UT- 
U > ( 1 2 Omg) □□zfrJUA (10ml), h iji^75> (1ml) fc 
y^DD^^>|;i§i|UcMJ*7y> (11 Omg) £2)DA.T 3 

o»iigiigTifij*ifc. ^i:2-7$;-5-t;3'j> d20mg) 
^tsss, * na^;uA/y (9i/9) t?JSBB-rs^u*y;u^p 

htf?7 J -iZ^VmmL, »f^i^l2 2mg, iR^ 7 2 %T*f#fc 0 
"H-NMR (CDC 1,, 4 0 OMHz) : 6 2. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s. 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d. J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1 H), 7. 99 (d, J = 8. 8Hz, 1H). 8. 
06 (d. J = l. 5Hz, 1H), 8. 44 (d, J = 5 . 4Hz, 1H), 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1 H) 
KS#*fte (FD-MS, m/z) : 4 5 8 (M') 
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mffiM3 5 : N — {4-r (6, 7 -S?;* h^5>- 4 -^y ij M ^. >1 _ 2 , 
3 - y^f^7x^H — N ' - (G-*?-)V-2-\ZVi?)\,) OUT 

4-[ (6, 7-~>** h*">-4-^/U;U) t^->]-2 ( 3-^pC^;UT- 
U> (1 2 Omg) ^i/nn^M (1 0ml), MJx^;U75> (1ml) \z 
Jg#Ljfcfg. i?2nn*?>\zmffiLrcb l J*X¥> (11 Omg) £in*.T3 
OftfflmU-cm&^fro ^(3 6-T$y-2-enU> (12 Omg) ^SD^., 

y*DP*;i/A/7-tr h> (4 0/6 0) Ti§it5y'J*y;i/i7 0Tf> 

'H-NMR (CDCl 3 ,400MHz):<52. 1 6 (s, 3H), 2. 4 4 (s, 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz, 1H). 7. 04 (d, J = 8. 8Hz, 1 H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1 H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d. J = 
5. 1 Hz , 1 H), 11. 7 6 (b r , 1 H) 

Rl^ffl (FD-MS. m/z ) : 4 5 8 (MO 
mffi&l3 6 : N— (4 - [(6, 7 - ^ h^->- 4 -^7 U ;U) ^-=^5>] - 2. 
3 ->^^;U:7;ii-;M -N' - (4-/h^y7i-Jl/) OUT 

4- [(6, 7-y^h^y-4-^/'J^) tt~>1-2, 3-v^^TX 
U > (10 Omg) 5i7DD*j|/A (4ml) 4-^b^->yx. 
-MVyJt-h (6 Owl) SUDATMT— IftKiSLfe. «EET««ES® 

flrajl^ttl&SrSBIMU SS©ft#«*115mg, iK$7 8%Tf# 

'H-NMR (CDCh, 4 0 OMHz) : 52. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s. 3H), 4. 06 (s, 3H). 4. 12 (s,3H). 
6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9. OHz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1H), 8. 2 0-8. 2 3 (m, 1 H) 

H*##fM (E S I -MS, m/z ) : 4 7 4 (M'+ 1 ) 
^^!13 7 : N- (2. 4 )l*U7 -n' - (4 - [(6. 7 -S? 

^ h^-> -4 -3yj;U) ^f>1 -2, 5 -S^^^^^j:-^} r^^ 7 

4- [(6, 7-~>** f> + ->-4-*y LUU) -2, 5-i/^^;i,T- 

'J> (2 0 0mg) &i700^A (i 5ml) 2, 
tD7i-Myy7t-h (88wl) ^*PATMjl»lE^l^^L7to fcfo 
m*. ^aayisjlAXT±h> (4/1) Tlit^y'J ji*T)\/5 n~? V^zfy 
J-lz£0mmL. Sl©ft^$2 8 7m g> JR* 9 7 %Tf#^ 0 
'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 2. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1 H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1 H), 8. 47 (d, J = 5. 4Hz, 1 H) 

MMfttitm (FD-MS, m/z) : 4 7 9 (MO 
mmm3 8:N- {4- [(6, 7-y7h4y-4-^/iJ^) 3h^~>] -2, 

5 — n ' -yowi/7 

4- [(6, 7-y7h4y-4- + /U;W ^y] - 2, 5-y^^7n 
U> (1 5 Omg) ^r^OD^jPA (i 3ml), h'Jx^7 5> (1. 5ml) 
^DntfUUAtC^L/z MJ**y> (15 1mg) £;ta*.T, 
MitSSt^: 5 5>r B 1L7to n - y"n M)VT 5 > (3 3mg) £jfJD*_T\ 

i7nn^;|/A/T-fe h> (4/1) TJg&HTS -> y d v h ^ 7 4 -iz 
£0m$&L. Sl0f^Ml7 8m g> JR^9 5%T1#^ 0 
'H-NMR (CDCh, 4 0 0MHz): (5 0. 94 (t, J = 7. 3Hz, 3 
H) ,1. 5 1-1. 6 5 (m, 2H), 2. 15 (s, 3H), 2. 2 6 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
K*#tlrM (FD-MS, m/z) : 4 0 9 (M*) 
^»!i3 9 : N— (4-^DD-2-^f^7x-;i/) — N ' - (4-r (6. 

4-[ (6, h*->-4-*/U;iO 2 , 

U > (1 0 Omg) ^r^DD^;i/A (10ml), h ijiw?> (1ml) fc 
»«?Lfcffe. i?t?nn**>\zmBL1thVftxy> (9 2mg) £iD;LT3 0 
#W£iBT8K#U;fc. ^IC4-^do-2 - ^J-)\/Y— U >(4 4 y i ) £Jn*. % 

fro ffittiLfzfF&gk&mmL, IlOfb^ft^l 1 8rag, iK^7 8 %T#7c 0 
'H-NMR (CDCl,,4 0 0MHz): 62. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s. 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1Hz, 1 H) 

nm&tirm (E S I -MS, m/z) : 4 9 2, 4 9 4 (M' + 1 ) 
mffiM40 : N— (4-r (6, 7 - S?* h^->- 4 -^'J ;IQ ^->1-2. 
5-y^^ |/7x-JM ~ N ' - (4-7Jl/tO-2-^fj|/7i-JM frl^T 

4-[ (6, 7-^pt h^5>-4-^y >J;U) 2. 5-^*^;P7:z 

U> (1 0 Omg) ZtuufrJUA (1 0m 1), KUx^75> (1ml) iz 
®MLrc'&. iSt7un*?>izmMLfzhV*xy> (9 2mg) ^13 0 
#HMTflR#Lfc. ^C4-7;^D-2-^^7i:>J> (4 2// 1) £fln 
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ZtiUZ-fzo tfffcULjfc&S^attfcU Sl©fb^tl€l 0 8mg, M74%Tf# 

'H-NMR (CDCh, 4 0 0MHz) : <5 2. 15 (s, 6H), 2. 30 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 
28 (d, J = 5. 1Hz. 1H), 6. 94 (s, 1 H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s. 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
SMI (ESI-MS, m/z):4 7 6 (M'+l) 
nffiM4 1 : N- {4 -r (6, 7 -y* h^>- 4-4^7 U ^->1- 2, 

y_ 

4-[ (6. 7-y^h + y-4- + yiJJ|/) ^y]-2, 5-y/fJl/7z 
U> (1 0 Omg) £^dd*;ua (1 0ml), h'Jl^75> (1ml) (3 
y^nn^^>l:i|)|U c hij^y> (9 2mg) ^UQAT3 0 
. #MM^?fll!#L£. 3 -7Jl^tn-o.-7-yy> (4 4^ 1) ^JfjQx.. 

Tft^nfcSS^, ^nP^A/T-feh> (2X1) TJUMT-S ->>J 
O7h^77^-l:«t0»IU &m<D{t&<®}Z 126mg,iK$8 3%Tf#fe 0 
'H-NMR (CDC 1,, 400MHz): 52. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 

(s, 3H), 6. 31 (d, J = 5. 1Hz, 1 H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2- 8. 0 4 (m, 
1H), 8.4 8 (d, J = 5. 1Hz, 1H) 

RiMl (ESI-MS, m/2):4 9 2 (M'+l) 

mmm4 2 : n- (4-r (6, 7-*?* h^->-4-^7 u;u) 

5-^^fJl/7xZJH -N' - (2-^fjV7x^) r> UT 
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4-[ (6, V*c^-4-*J 5 -;j^ )V7 - 

U> (lOOmg) £^Dn*;UA (10ml) KJgtfU _o-h;H-;Ky^ 

T^-h (4 6/z 1) S3lDATMT-lft«^Lfc. SlStttC ;* ^ y -Jl&iUit. 

«ffiT&&£g£LTfcSftjtg|$£, ^nn*;UA/y-fe h> (2/1) TJg 

HTSyU^W^OYh^^^-iao^L^KD^Ml 1 lrag, 
JK^7 9 %Tf#^ 0 

•H-NMR (CDC lj, 400 MH z ) : 6 2. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H). 6. 27 (d, J = 5. l 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J=5. 4Hz, 1 H) 

mmftVim (E S I-MS, m/z) : 4 5 8 (M*+ 1) 
§g»iJ4 3 : N- {4-f (6, 7-^* K*^- 4 ;p) ^^-2, 
5-zS*^)l7^-Jl,} — N ' - (2 h^^7iijp) 

4-[ (6, 7-y>h + ->-4-^/ij;i.) t+y]-2, 5->7^7^ 
U> (lOOmg) A (lOral) fcJSflPU 2-/h + y7 x z 

;KV->T^-- h (49m 1) £ftl*T-lft:&DJ&MifiL£. S^^(3^^y-;U 
£#0*-. MffiT^£g£LTt#£*i7t8l££, ^nD^A/7th> (2/ 

'H-NMR (CDC U 400MHz):<52. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1 H), 6. 95 
-7. 03 (m, 3H). 7. 06 (s. 1H), 7. 44 (s, 1H), 7. 56 

(s. 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m. 1H), 8. 46 (d. J = 5 . 1Hz, 1 H) 

(E S I-MS, m/ z ) : 4 7 4 (M* + 1 ) 
ggflgflH 4 : N - (5 -ypt- 6 -*^P;U- 2 - fcf U >UU) — N ' — { 4 — f ( 6 , 
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4-[(6, 7-y7h + y-4-^;'j;i,) 
U> (1 0 Omg) a (1 0ml), h'JX^7=> (1ml) 

mMLfzWi. ¥?nn*?>iz®ffiLfzbV*xy> (92mg) ^Sn^.T3 0 
^HifiTft^Lfc. ^f3 6-T^7-3-ya^E-2-^^;i/tfU^> (6 9 

mg) £fln*.> mra-e-^^Lfco Kfomizmmmm7mi-h>)ryA7kmm$: 

'H-NMR (CDCh, 4 0 0MHz):52. 18 (s, 3H), 2. 42 (s. 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1 H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
Mfttitm (ES I — MS, m/z) : 5 3 7, 5 3 9 (M'+ 1 ) 
mm\4 5 : N — (2. 6-^ h^>- 3 - bf U >W — N ' - (4-r (6. 

4-[ (6, 7-y7h + y-4- + /U;i/) ^y]-2, 5-^*3MU7- 
U> (1 0 Omg) £*nn7fcJkA (10ml), h'Jx^7S> (1ml) fc 
y^DD/^>l:gj9|LfchU*xy> (9 2mg) ^»D^T3 0 
ftr*mU-U-mftLfc. 6-v* h + ytf'Jy>(7 Omg) 

'H-NMR (CDC 1,, 4 0 0MHz) : 52. 17 (s, 3H). 2. 27 (s, 



WO 00/43366 



PCT/JPOO/00255 



- 74 - 

3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H). 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1 H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1 H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz. 1 H) 

MAfttfrM (E S I — MS , m/ z) : 5 0 5 (M*+ 1 ) 
§I»!14 6 : N- (4- [(6, 7 -V* f^->- 4 -4^7 U )V) :<r^->] -2. 
5-y/ ^7x-iH — N ' - (4-X b^-is? 3L~)l) UT 

4- [(6, 7-y^h + y- 4 -^;iJJW t+y]-2, 5-^*5P^7^ 
U > (10 Omg) Sr^nn^A (4m 1 ) tcjg#Lfc&, 4-j* h + y7x 

(60m1) ^UPAT^ffiT-lftS^Lfc. «JBETig«S£S 

Ada, ^ftfiL^^p^iiigL, mmoit^yoz i iomg. «74%t*# 

'H-NMR (CDC I i, 400 MHz) : 6 2. 0 7 (s, 3H), 2. 26 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d. J=6. 1Hz, 1H), 6. 80 (d, J = 9. OHz, 2H), 6. 
87 (s. 1H), 7. 36 (d, J = 9. OHz, 2H). 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1H), 7. 80 (s. 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 

RiMI (ESI-MS, m/z):4 74 (M'+l) 

g|»iJ4 7 :N— {4— f ( 6 , 7 H4,.>- 4 -_^y , ; _ 2 

4-[(6, 7-y^ + y-4-^iJWt+y]-2--hD7ziJ>(l 
5 Omg) ZZanytsJlA (10ml). h UiW5 > ( 1 . 5ml) fcigfl? 

*nn*;UA(ziS#L&MJ**y> (I4 4mg) ZUq?.T, mmm 
ffi&5ftN\lsfc. XlZn-7°n¥)l7$> (3 1mg) ZIjqtlT. JbCioil 
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*;UA/7-fch> (4/1) TJR§B-rs->U*y;i/^DTh^77^-tc«kO» 
fi!U IlC^ti^ieOmg, W8 6%Tf#/t. 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 1. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7-3. 3 4 (m, 2H), 4. 
05 (s, 3H). 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H)., 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4- 9. 7 9 (br, 1 H) 
SIS##rM (FD-MS, ra/z):4 2 6 (MO 
Wj4 8 : N — (2. 4-y7MD7i-JP) - N ' - (4- r(6. 7 - 

4- [(6, 7->** h*->-4-*/U;|,) ^->] - 2--hPTn'JXl 
0 Omg) J^dd^A (10ml). H Ul^75> (1ml) IzmMLfz 
?nn*)U/±lzmmLfcb<)7tsZtr> (9 6mg) £*n*.T, tuMMM* 5 
ftfflLfZo ^1:2, 4-y7M07"'J> (4 5mg) ^in^.T, ££{C2lDj!* 

70D^A«LL «ETS&£g£L-0*e>n&3g££, * □ □ 
*;kk/7-fc h > (3/1) T'I§itl,iIyiJAyM D Yh^77^-(:J; 
OiSU SM«8 1m g> flX* 5 6 XTf*£. 

'H-NMR (CDC 1 Jf 4 0 OMHz) : 6 4. 0 5 (s, 3H), 4. 0 6 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0- 7. 5 4 (m, 1H). 
7. 8 8- 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz. 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 (s , 1 H) 

MmfttirM (FD-MS, m/z):4 9 6 (MO 
mmm4 9:N-{3. 5-y^DP-4-r (6. 7 - >^ h=£~>- 4 -=fc / 
U;U) — N ' - (2. 4-^7MD7x^) ^7U7 

3, 5-^DD-4-[ (6, 7-^h^i/-4- + yij;W t+i/]7z 
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U> (5 3mg) £^nn*JUA (5ml) IzmBL* 2, 4-y7J^D7i 

1/T»6tlfe9$$, *no*;|,A/7iiK> (2/1) TJSSB'T-5>'U*y;i/ 
^u^h^^y^-lz^^mML. mm<Dit^^5 6rag, JR*s 7 4 KTfcfc. 
'H-NMR (CDC 1,, 4 0 0MHz) : <5 4. 05 (s, 3H), 4. 09 (s, 
3H). 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 05 (s, 1H); 7. 44 (s. 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H). 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

(FAB-MS, m/z): 5 2 0, 5 2 2, 5 2 4 (M'+l) 
^%gj|5 0:N- (2. 4 -^7;i/tD7xZJP) — N ' - (2-y)l*n-4 

- {f6 h*-> - 7 - -4-^y >j ;n^->? 

7xZJ|/) -7^7 

N- (2, 4-y'7JWD7iz;W — N ' - { 2 - :7;i^n - 4 - [(7-t 
h*n*x- 6-* h*->-4-*y U;iO 7iz;H>7l/7(2 Omg). 

«K*U^A (7mg). 3^7{b-xh^-n-y^;U7>qE-r7A (2mg). N 

- (2-^oax^^) t;U*'J>i&ggig (lOmg) £N, N-i? )V 

(1ml) £®#L7 Ot:T-»fe«#L7fc. SJ©«e{ZfigfD^g?7fc^ h 

;K3 o/ 1 ) TSHjrs*s>'U*y;i/i7 u-^v^^y^—^^mmx^. 

*H©<b^S:l 4mg, iRf 5 7%T|#fc. 

'H-NMR (CDC lj, 4 0 OMHz) : 52. 57 (t, J=4. 4Hz, 
4H). 2. 88 (m, 2H), 3. 69 (t, J = 4. 4Hz, 4H), 3. 94 
(s. 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8. 4 4 (d. J = 5. 1 Hz , 1 H) 

mmms 1 n- (2-^dd-4- {f6-;* h=^>- 7 - (2 - ^i^u yi 
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h*i/) -7^-)V) -N' - (2, 4-i?7)V*U7 

x~;l/) 

N- {2-^PD-4- [(7-tKo + y-6-^h + y-4-t/'j;W * 
7iZJH — N ' - (2, 4-j;7JI/tn7i-;W >>l/7 (1 7 4mg) 
£N. N->7f;^M7 5K (9ml) KJgffLfcgfc, BmUlVVl* (6 4 
mg), 3 ->ftf h 7 - n - 7*^7 > ; EZ'7 A (14mg), N — 
X^;iO ; E;i^y>$ft&jfi (8 6mg) £fl07L&. 7 OtT 1 7 Bfr B »I. £ 

^□□*;i/A/^^y-;u (20/1) TJg|l8T*->'J ^y^n-r h^77^ 

'H-NMR (CDC 1,, 4 0 0MHz) : (5 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. OHz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s. 3H), 4. 33 (t, J = 6. OHz, 2H), 6. 50 (d, J = 
5. 1Hz. 1H), 6. 8 5- 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H). 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1 H), 8. 28 (d, J = 9. OHz, 1H), 
8. 5 1 (d, J = 5. 1 Hz, 1H) 

K*#flrte (ES I —MS, m/z) : 5 8 5, 5 8 7 (M'-t- 1) 
mMmS 2 : N- (2, 4-^7^tD7i-;» -N' - (4 - {[6 
->-7- (2 -WJ/ih^y) -2, 5 -fx* 

N- (4- {[7- (^>>?;u^'» -6-^ h^Sx-4-^y u;u] 

-2, 5-y/fJP7i"JW -N* - (2, 4-^7;i/tD7i-;i/) 
(3 6 6mg) £N, N-y/^M75K (6ml) KJgtfU 

(3 6 6mg) ^riPA, 7fc*£B&TMT 1 iftflMfcLfc. MJET*g$g 

S&£g3jLTf#e>nfc8S£ (2 1 3mg), sSKflUtfA (1 0 9mg), 3-7 
ffc^ h7-n-7*?Jl'7>t-'7A (12rag). N- (2 - ^ddi^) 
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*'J>iftK& (7 4mg) £N. N-y^^^AJ^h' (5ml) iz&Mls 

l/THSn&SSS, ^□o^A/**/-;!, (lO/l) TSPBTS**^ 

'H-NMR (CDC 1 j, 400 MH z ) : 6 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. OHz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. OHz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

MffiM5 3: N— ( 4 — (T 6 — ;* h^->- 7 - - 4 
-*/U;t/] -2 , 5-^^^;i,73i^;U) -N' - (2-/h^->7 

N- (4- {[7- SO -6-* h*^_ 4 _ + y ij,,,] 

-2, 5-y7^1/7x^) -N' - (2-^h + y7i-jW 7l/7 (3 6 
3mg) N-y/fMM7Sh' (6ml) (3?§3?U TKBtffcA?:^ 

A (3 6 3mg) *#3£H^TMT 1 i»8K#L7t. «EET««E£e25 

e3cLTfie>ft£8S2 (l 9 lmg). mWttJVVA (2 l 9rag), 3VikTb 
7-n -ZfT-JlsT (l 2mg), N— (2-^DDlf;W ^*U> 

(14 8mg) £N, N-y/^J^JSH (5ml) 

t#Snfcgg<*£, ^DD*;kk/*^/— ;u (10/1) TJRWTSM^'J* 
^U*nvh^7:7^-lC«fct>*»SaU ^M(Dit^^l 0 lmg. iK^5 5% 
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'H-NMR (CDC 1 400 MHz): (52. 17 (s, 3H), 2. 28 (s, 
3H). 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5 . 9Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 - 6. 9 0 (m, 1H), 6. 9 6- 7. 0 6 (m, 3 
H). 7. 16 (s, 1H), 7. 43 (s. 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1 H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

^6608 5 4 : N- (2-gDD-4- {f6 h4^>- 7 - (2 - ^ h^5>x 
-4-^7U;Ht^y} 7x:z;U) — N ' - (2, 4->?7;^D7 

S^^^tM^ K (2ml) (C7jc^b^- h U^A (6 0w%, 1 5 3mg) 
ZtiBZ., 6 0tT3 0»»MMl:U 4-75;-3-^DD7x7-JH 
(3 4 3mg) £j&nA£ifiT 1 0#«#Lfc. ^C^^MM+yF (2 
ml) \Zt£ffiLfz4 h^->- 7 - (2-^h^ylh^y) 

y«J> (254mg) ^MllOtT'-WUc, >^^{37K^iDA * D □ 

^A/Tir h> (7/3) TJRWrSxU*y;i/^nvh^77^-lcJ:0fif 
§3U 2 -^DP-4- {[(6 h^x- 7 - (2-/h + yXh + y) -4 



- + y'JJ^y} 7-'J >^Mtt5?g^3 3 2mg^ifc. ^<D 
^S83mg^^nD^ (5ml) fCi§fi?U 2, 4 - y7^tQ7xZjl/ 

-fyyjt-h (32M) ^ijapix—nmmmLtzo m&ymm^m^Lx 

f#*>n&Bi;££» ^OD^^A/T-fe h> (2/1) T?gRJ-r3->Ufcy;i/i7n 

'H-NMR (DMSO-d,, 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7-4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4- 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H). 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mmM5 5 : N- (2-^7PD-4- (r6-^ K^~>- 7 - (2-*h*->JL 
b*~» 7x.-)l) -1ST - (2 h^v7x^) 

^;*^7JU**~>K (2ml) ^TK^^hU^A (6 Ow%, 1 5 3mg) 

SrSn*., 6 0^3 0^11^1:1,, 4-75;-3-^op7 X ;-;h 

(3 4 3mg) SJD^SiSTl 0#»#Lfc. #fC:x;*^7JU*^> K (2 
ml) Clf§fi?L7c 4 -^DD- 6 h*Fzs- 7 - c£ 
yj> (2 5 4mg) £SD;i 1 1 0*CT-M#L7c o SJfciKKTkfcin*.* n □ 

fc)UA/7-£h> (7/3) Timy'J*Wo7hy , 77^-l: e i;9S 
»U 2 -^DD-4- {[(6-^h + ^-7- -4 
- + y'J^]t*y} 7^'J>5;±Mi1-5!g^3 3 2mg Wc. ^-£> 
^■^8 3mg^^DO^M (5ml) (C^U 2-^ h*y7x-My^ 

^na^^A/T-ti h> (2/1) T'Jll1-5yUi3Wo-7hy' 
^^-fc^OMMU %m<D<t&y)$: 3 lmgf#7Co 

'H-NMR (DMSO-d«, 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7-4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H), 8. 99-9. 
0 3 (m, 2 H) 

mmm5 6 : N- (2, 4 - y7MD7 Ji-;i/) — N ' - (4 - {f6-^K 
=fc->-7- (2-^h^/Xh^y) -2, 3-^* 

fil/7xZJl/) ^7 1/7 
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N- (4- {[7- (^>>?;M-4->) -6-* h + y-4- + /'JWy} 
-2, 3-y^f^7x-^) — N ' - (2, 4-y7;i/tD7xZjP) OUT 
(2 1 3mg) $N, N-y^^MyS h'(5ml), h UlW^ ( 1 
ml) iZfeML. ykmt/t^WA (4 0mg) ZtiUTL. tK^H^T^T- 

i£Tmm&%£LT'&t>tLrcm2 184mg05^09 Omg^N, N-^*?- 
;P*;UA7 5 K ( 1 . 5ml) U ^dfd^^U^A (32mg) < 3 r? 

ffc^h^-n-7^;U7> ; E-^A (7mg), 2 JMf;H-f^ 
(3 2mg) £fln*_, 7 0 t;T-fft«£# t,7c 0 S^fC^fn^TK^ h U ^ A 
^□□^ATfc&tfcJU i7DO^Al^i7«T^y-7A 
T^L/Co MffiT?£$££g£LT#£n*:g|;*£. ^□□^;UA/Tir h>(2 

/l) Tlfit^ifyij *y;u^7 h^f^y^ — (Ccfc o*fis{b, ^®©-fk-& 

#J£ 1 1 Omgf/:, 

'H — NMR (DMSO-di, 4 0 0MHz) : 6 1. 9 7 (s, 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22 — 7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
mffiM5 7 : N— (4 - (T6 b*~>- 7 - (2-^^yIh^y) -4 
-^yjJH ^y} -2. 3-y^^7x-^) -N' - (2 - * h*z/7 

OUT 

N- (4- {[7- (^>->*;i^=f^) -6-* K^^-4-^y u;U]^-*->} 
-2, 3 -v^^U^-c-^) — N ' - (2-* h^y7HW 7l/7 (16 
lmg) £N, N-v^^U^ATS H (4m 1 ), h UxfJl,7S> (1ml) 
izmBL. ymitn^^j^^ (3 2mg) £}jnA, 7ki?t#fflMT^^M# 

a&£®£L-n#-bn7cg|£ 2 2 3mg©^^©l 1 0mg£N, N->^3MU*. 
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5 K (1. 5ml) tCig#U *rZ\zlfc&*> V (2 3mg), 3 0ftf 
h^-n - 7"5 L ;i^T>^E^^A (5mg), 2 - 7* otifJMf^x- "r)V (2 
3mg) £3jo*, 7 O'C-e-^jf^Lfc. S^»Cfigfil^Bl7K*± S U 
m&tiQX. ^nojJc;UATattiL» £ □ n *;i^AS S #1*8686^ ^->^ A 

£8 9mgf#£o 

'H-NMR (DMSO-cU 4 0 0MHz) : 5 2. 00 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t. J=4. 2Hz, 2H), 3. 83 (s, 3H). 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1 H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1 H), 8. 58 (s, 1 H) 
mffiM5 8 : N — (2, 4-i?7MD7i^) -1ST - (4 - {[6-*S^ 
y-7- (2-^h^y Xh^y-4-^yj^1 -2, 5-^ptTMt/ 

7x:=JU) >7i/7 

N- (4- {[7- (^>>?;U^"^x) - 6-^h + y-4-^yjJl/] 
-2, 5-y/f^7irjW — N ' - (2, 4-y*7WD7i-jW 01^7 
(3 6 6mg) £N, N-y^fMj|/A7$ f-J (6ml) KjStfU Tfcgft/f 
7~>*OA (3 6 6mg) SrjjnA. **3M^TMT 1 IftflMfcLfc. «JETi$ttE 

iS«fc£S*LT**en£S£ (2 13rag). mUfcti U OA (I09mg), 30 
-fb^ h^-n-^l/Jy^z^A ( 1 2mg). 2 -yotx^M^H-f 
^ (40// 1) £N, N-^f;i/^A7SK (5ml) KiS«¥L 7 0 "CT 1 

jtsss^. t? nn-fcjuA/M? do/i) T~mm~rz>mm->o xfjuz 

n-7 ^7 7^ -let OfSfilU &3&<Dit&®>*: 124mg, JR^ 7 3 fcffifc. 
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'H-NMR (CDC 1 3, 400 MH z ) : 6 2. 17 (s, 3H), 2. 26 (s, 
3H). 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 Cm, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m. 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 

nmftffim (ESI-MS, m/z) : 5 2 4 (M*+ 1) 
&86g»l5 9 : N- (4 - {[6-^K^->-7 - (2 - * h=fc->x - 4- 

*JV)V\ -2, 5-y/^7x-JH — N ' - (2-*h*'>7x. 

OUT 

N- (4- {[7- C<>is)U**is) -6-* h*->-4-*/ IUI/| 
-2. 5-y7^7xz;U -N' - (2-^^y7x^) OUT (3 6 
3mg) £N. N-y^fWA7$F (6ml) izMML, im.{tn?*JO 
A (3 6 3mg) SriJDA, 7k*gfflgTSfiTl«J|j$Lfc. »flS"R88E£S3c 

S*LTf#e>nfcg&£ (1 9 lmg). mb*Wk (l 1 Omg). BOitT-h 
^-n-yj-llTy^-OA (1 2mg), 2 - ^DtlfJMf;H-f^ (8 
Omg) £N, N-y7fWA7?H (5ml) fC&tfU 7 0«CT 1 BfeJSJ* 

?dd*;ua/;<^/-;p (10/1) T«t§iiyiJAWD-7l> 

'H-NMR (CDC 1 400 MH z ) : 6 2. 17 (s. 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1 H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s. 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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K»##r{fi (E S I —MS, m/z) : 5 18 (M' + 1) 

mMffl6 0 : N- (4- U7- (sQiJ^lris) -6-^ h=fc->-4-=fc J 
U;H*-*->} -2. 3->7^7i-J^) — N ' - (2-^N^y7x-JP) 

4- {[7- C^>^;U^-» -6-* h + -2, 
3 -V^)VT— U > (2 6 Omg) £N, N-y/fM;PA7$ H (5ml) 
fC?g3?L7c:?£> 2-^h + y7iZKVy7t-h (116mg) £»n;LT^ 

@*LTf#e>n7c?j|££, ^on^A/Tizh> (2/1) WfSify 

')±>?)V2u-?h¥z>7'<-\z&<ommV. tlOfb^fe^l 6 9mg, iK^4 
7 %T#7to 

'H-NMR (DMSO-d 4 , 4 0 0MHz) : <5 1 . 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s% 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1 H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J=6. 1Hz, 1H). 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J = 6. 1Hz, 1H), 8. 35 (d, J = 5 . 3Hz, 1H), 8. 
4 8 (s, 1 H), 8. 5 8 (s, 1 H) 

mMM6 1 :N-{2-gPD-4-r(6. 4 -=fr?->/'J 

3-=fr'>] 7i-jH — N ' - (2, 4 --;7^tD7 :nx;H »7l/7 

> (2 14mg) £^aa^A (5ml) lcM?L7c^, 2, 4 - ^Jl^n 
7x-Myy7t-H (180//I) £JDAT7 orT4B5IBJ£f&Lfc. -^d 

g, iR^4 6 %Tt#7Co 

'H-NMR (DMSO-d*. 40 0MHz) : 53. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s.lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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»«##ffi (ES I -MS, m/z):4 8 7, 4 8 9 (M*+ 1 ) 
mffiM6 2 :N-{2-^aD-4-r(6, 7-*J* h^y- 4 -^^,j- ;|/) 
7i_M — N ' -y'aifji^uT 

2-/7DD-4 - [(6, 7 -is* yif.!s-4-*c±W-)V) ^->] 7- ij 
> (5. 13g) ^^dd^a (100ml). h>JlW$> (5 0ml) 
\zmffiLtz'&. ZnuMA (3ml) h U *X^> (4. 5 9 g) 

£iOAT3 OftmmWLfzo *l:n-ynt:jl/75> (2. 7 4g) £Jd;LT, 

&®*LTf#6>nfcS$^, *nn*;uA/^/-;u (50/1) 

*>u^y;i/i7Dvh^7 7-f-»cj;o»«L, mm<D4t&®&4. i4 gl ^ 

6 4 %T»£. 

'H-NMR (DMSO-d,, 4 0 0MHz): 50. 91 (t, J = 7. 3Hz, 
3H), 1. 4 1-1. 5 3 (m, 2H), 3. 0 5-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J=2. 7Hz, 9. 0Hz, 1H). 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 

H«##rM (E S I -MS, m/z) : 417 (M'+ 1) 
mffiM6 3:N- (4-f (6, WJz^) ^^'>1^ 

x~ ;u} -n' -x-^;u^ix7 

4- [(6. l-V* h^y-4-+t>/'j-;i,) t+y]7-UX50mg) 
S^DD3j%;UA (3ml). h'Jx^7 5> (0. 2ml) 
n^JlAlzmMLfz b Vftxy> (5 Omg) ^JnittST3 0 #|KHS#bfc. 
^l:xfJl.7$>Mi (6 9mg) SrJPAT. £ £ K^T— Lfc 0 K 

i&mz*& j -ju&mpL, >? d u-fo)\,u/* $ j -^TMTSHPLciCcfc 

8!U mm <D l Omg. iM 1 6 Xt^t. 

'H-NMR (DMSO-d 6 , 40 0 MH z) : 6 1. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s. 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
nmfttitm (ESI-MS. m/z) :3 6 9 (M + + 1) 
mmM64 :N- {4-r(6, ^->17 

jc-;u} — n' -^ r atf;i/^U7' 

4- [(6, 7- 'J > ( 5 Omg) 

*^ Dn *^ (3ml), hiJX^7S> (0. 2ml) KgftPlxfcfg, ^7 □ 
□ ^l/AI:ig)Sbth'J^y>(5 Omg) SMtiiaT3 0#H8!#L7c. 

^(c:^oe;UT5> (2ui) £*n*_T, 2£{cssi?-im#l^„ 

K * * y jp A. 2 o u $ J -)\,~zmwt shplcc ck 0 L, 

ii<Dft^3 0mg, mm 4 7 %Tf#£o 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 6 0 . 8 9 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s. 3H), 3. 99 (s, 3H). 6. 15 (t, J = 5 . 9Hz, 
1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. OHz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8 . 5 3 ( s , 1 H) 

nmrnnm (es i -ms, m/ Z ) : 3 8 3 (m + + d 

^^J6 5 : N-^^-N' - {4-f (6, 1 -*J* h^y-4-^y,j- 

4- [(6, 7 h^^_4_4,-^y, J (5 0m g) 

A (3ml), MJX^;U7 5> (0. 2ml) fc«»Lfc«, 
P^;UAtCS*Lfc h »J**y>(5 Omg) £an*.TMT3 0#fHift#Lfc. 
^il^7 5> (22wl) ^iDAT« $ 6 CSiBT-lftjlj* SMI: 

^ 9 j -;i/£fla*, ^7 □ p sJnjua/^ ^ / -;u-eswr SHPLCfck o mrssil u 

S®Of^#|$2 9mg, JK^4 3 %T ,: ?#fc 0 

'H-NMR (DMSO-ds, 400 MHz) : 6 0. 9 1 ( t , J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 
HiSHfNE (ES I -MS, m/z) : 3 9 7 (M + + 1) 

mffiMQ6:N- {4-T (6, WJ^) ^-^^17 

ac-;i^} — n' -^>^t/J 

4- [(6, 7->?* T-U> (5 Omg) 

ZZnniisjiA (3ml), hiJxW5> (0. 2ml) izmMLfcfe, Z u 

n*)lAlzmMLtih>) *X¥>(5 Omg) ZMpLTMU-C 3 0 ^itit L/t. 

-ju&uqpl. ton $ j -jmmmtZHPLazj: o *»§g u 

Ii©f^tl5 2 1mg 1 i&^3 0 

'H-NMR (DMSO-d 6 , 4 0 0 MHz): 6 0. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7- 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d. J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

RiMfi (ESI-MS, m/z):41 1 (M + +l) 
M6 7 :N- — N' - (4-T (6, 7 - -J* h*->- 4 - 

4- [(6, h + y-4-^/iJz;|/) T~U> (5 Omg) 

^^ DD ^ (3m I), h'jX^7 5> (0. 2ml) izmmislttik* 9 □ 
□ *;UAf3*gfi?L£ h U*X^>(5 Omg) $MTIIT3 O^FWLfc. 
^(Zsec-7*^;UT5> (2 3 m 1) £SnAT, W.fo 

U ^IBO^ttS:3 3mg, iR* 4 9 

'H-NMR (DMSO-d 6 , 4 0 0 MH z) : 6 0. 88 (t, J = 7 . 3H 
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z, 3H), l. 08 Cd, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8- 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. OHz, 2H). 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
mmftVrm (ES I -MS, m/z) :3 9 7 (M + + l) 
^»J6 8 : N-TU;U- N' - (4-r (6, N^>- 4 -^-Wn - 

4- [(6, 7-5;* T-UX5 Omg) 

^r^DD^A (3ml), h'Jl^7 5> (0. 2ml) fc*#Lfcfc. ^ 
□ ^l/At^Uch'J^y>(5 Omg) ^J0^tiigf3 0 #fOT# L£:. 
^t:7'J^7 5>Siil (3 1mg) SrJnAT, £ £ H^T— ^ 

p< ^ y -Ji^an*., ^ p a-fcji l./ * $ j -juv mmr^HPLazJ: v *» 
§S!U ^HtfHt^^ 2 1 m g, 3 3 

'H-NMR (DMSO-d., 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 ( S ; 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d, J = 9. OHz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. OHz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

IiMi(ESI-MS, m/z):38 1 (M + + 1 ) 
H»jJ6 9 : N- (4-f ( 6, 1 -V* K^->-4-4^/'J-;t,) jt**s\7 
^—M — N' - (2-yn\d-)U) ry^y 

4- [(6, 7 h^S/-4-^^->/U-;U) ^.>] T - . j >( 5 Omg) 

^^ DO * M (3ml). hUiW$> (0. 2ml) lZ®mLtz'&. ?u 
vfcJlAlzmMLfc b U*X^>(5 Omg) &mx.Tm&T* 3 OftfflmWLfzo 

^izyn/^ji^juy^>mmm. oimg) ^ud^t, ^^iz^-c~mmwL 

fee MMC^^y-M^A, s> nnfrjiA/*? y— JWvmmT&HPLClz 
<kOmmL, ^!Of^tl5:2 6mg, iR^4 1 %Tt#£. 'H-NMR (DM S 
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O-d., 4 0 0 MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 ( s , 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s , 1 H), 8. 6 8 (s, 1 H) 
ftmfttirm (ES I -MS, m/z) : 3 7 9 (M + + 1) 
%jjfeflH7 0 : N- (2. 4 - v^;U^-D^>^;i / ) - N ' - { 4 _ r ( 6 7 _ ~ 

4- [(6, 7-S>* h*->-4-*^/U=;W **^J T-UX5 Omg) 
^^□□^(Sml), h'JiW^XO. 2ml) t»«!Lfc^ 

ufrji^izmMLrz b 'j*xy>(5 omg) &m7LT&&-v 3 ofttnm&Ltz. 

'H-NMR (DMSO-d fi , 4 0 OMHz) : 3. 9 7 (s, 3H), 3. 9 8 
(s, 3H). 4. 3 2 -4. 3 3 (m, 2H), 6. 66 Ct, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 1 9-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0-7. 4 4 (m, 
1H), 7. 48 (d, J = 9. OHz, 2H), 7. 55 (s, 1H), 8. 52 
(s, 1H), 8. 6 9 (s, 1H) 
Mfctftfrte (ES I — MS, m/z) : 46 7 (M + + 1) 
g|»(J7 1 : N- U-r (6, 7 S^y-4-^f'/iJ -)[,) 

— N' - (2 - tf Uy^^^-Jl/) 
4- [(6, 7-->*y h^^_ 4 _^ v r, j -- ;l/) T -,j> (5 0mg) 

BPD^MlSml), h'Jl^7$>(0. 2 m 1 ) * □ 

o*MI:ifiLt S «J*xy>(5 Omg) £JD;LT^iB-e3 0#|BJJg#L£:. 
X\Z2, 4-y7MD^>y^7$> (3U1) £*DX.T, SSK^ffiT- 

HPLCfCfcOfflfSJU ^l©ft^3lmg, JR^4 3*T»fc 
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'H-NMR (DMSO-ds, 400MHz):3. 42 (s, 2H), 3. 98 
(s, 3H), 3. 99 Cs, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8- 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1 H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

HS^tffM (FD-MS, m/z):431 (M + ) 

^mmi 2 : N- (2, 4-y7il/tD7x-;i>) - N ' - f4-r (6. 1 

4- [(6, 7-~>-* h^,>-4_ + - h y IJ -. ;l/) ^, >3 7 -, J>(50mg) 
&?un*jlA (3ml) <C&#Lfc& % 2, 4-y7Mn7i-JKVy7 
-y- V (2 4 w 1) ^iD^T-^Ma^LTt. tfrtBLTc^^M, ?5fe^L^ 
m<Dlt&yj& 5 5rag, *K$7 2%Tt#£: 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1 H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1H), 8. 5 4 (s, 1 H), 9. 11-9. 12 (m, 
1 H) 

(ESI-MS, m/z);4 5 3 (M + + 1 ) 
mffi®\7 3 : N- (4-f (6 , 7 -it* is- 4 - U -;U) 

3L~)\,\ — N' - (4 -7;U^-p^3i-;i/) 9i/7 

4- [(6, / S^^-4-+^yU^;l/) T~ U > (5 Omg) 

£^on*;UA (3ml) \Z.\%m\,tz.\&. p-7Mo7izMVy7t-h 

(2 3 m i) ztoTL-c-mnmrnffiLfco Kfomz** y-)v^t^ ^nn* 

$3 6 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
Cs, 3H), 7. 11-7. 15 (m. 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s , 1 H), 8. 7 5 (s , 1 H) 
Mfc#tJH6 (ES I - MS, m/z) : 4 3 5 (M + + 1) 

^«50il7 4:N- (4-f(6, 7 - h^->- 4 U ^->]-7 
— n' - (2-/^7i-^) 
4- [(6, 7-~>** h^'>-4- + ^»/U-;i.) 7->J> (5 Omg) 

£^notf;;UA (3ml) KJg#L;fcf& o-hMMVyJt-h (25 W 

'H-NMR (DMSO-d 6 , 400MHz):2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3-6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4- 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
R*##Hfi (E S I -MS, m/z) : 431 (M + + 1 ) 

nmM7 5:N- {4-f (6, 7-y/h^y-4-^'/'J-;i/) ^^1:7 
— n' - (2-^h4 1 ->7i-Jl/) 
4- [(6, 7-->** h + y-4-WJzJW 3**->] T 7 - U > (5 Omg) 
ZfnnfrJlA (3ml) lcS#Ujtf&. 2-^*y7iiMVy7t-h 
(2 7m l) *in^.T— iftip^igj5i£Lfc. KjfcffcKj**/-;!,^*., ^nn* 

f45 %T^#fc.. 

'H-NMR (DMSO-d., 4 0 0 MH z ) : 3. 8 9 (s , 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1 H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

SIMil (ESI-MS, m/z):44 7 (M + +l) 

jMJ7 6 : N- { 2 4 -f (6, 7 - ~J * b^ris- 4 U ~ 

;u) -t^-^y -n' -x^;i/»>ixT 

2 -^DD-4 - [(6, 7 h^->-4 -^yU-;P) ^->] T-U 

> (2 0 Omg) ^^dp*M (5ml), h 'Jl^I/7$> (1ml) fc?g£? 
L/cft, ^nomiMU: h 'J*7.y> (179mg) £ft]*.T£iBT3 
0#W«#L&. ^tlf;i/75>Sit (2 4 6mg) £j&a*_T, £6, KM. 
T-fftJt^LTi,, Kj£fi£K:fiS?Dlfcl&*5!5± h U ^A7K»&&ftl*£ T 

T^^n7tS$^^DD*;UA/^^y-;i/7?JIIH!TSHPLClc«fcO»agL, ^ 
S©ft^«$l 5 9mg. iK^6 5%T#7^ 0 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 5 1 . 0 8 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1 H), 8. 20 (d, J=9. 3 

Hz, 1 H), 8. 56 (s , 1 H) 

Ri»#ffi (ESI-MS, m/z):4 0 3 (M + + 1 ) 

^SSiffi) 7 7 : N— y^JV — N' -{2-£dCi-4-r(6. 7 h^>- 4 

^-lFi/]y OUT 
2-/70D-4- [(6, 7 h + f>- 4 -^r^-»/U ~;U) ^-^5>] yn U 
> (5 Omg) £^dd*;UA (5ml), hUl^7$> (1ml) 
fc'&. ^oo^l:jg»lfchij^y> (4 5mg) £3jn*_T^ST3 0# 
|BJ«#L£. #K^;U75> (2 2m 1) £2ja*.T, Sf,l:SfiT3 0»Wl/ 
7c. Rlfcmz&ftmWLfcm-}- b U ^AtK^&JoA^ □ □*;i/ATfflttJU 

3 Omg, iR^4 6%Tf5fc. 
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'H-NMR (DMSO-de, 4 0 0MHz) : 60. 91 (t, 3 = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5 . 6Hz, 
1H). 7. 23 (dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H), 7. 47 (d, 3 = 2. 7Hz, 1 H), 7. 55 (s, 1H), 8. 03 
(s, 1H). 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

3ffi##rM (E S I -MS, m/z) : 4 3 1 (M + -H 1) 

nffiM7 8 :N- {2 -^DD-4-r (6, 7 - is* K^f>- 4 -^>/U - 

)V) -t^-^y -n' -^>^;ur>txT 

2-^7PP-4 - [(6, 7-^* h^>-4-*^/'J-;U) y-ij 

> (5 Omg) £v*nn*;UA (5ml), N 'Jxfj|,7$> (1ml) Icigflpt, 

fcft, £mn*;UA£S*LfcMJ*;*y> (4 5mg) SMT$fit3 0» 

33mg, JK^4 9 %Tf#7^ 0 

'H-NMR (DMSO-d., 400MHz):<50. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H). 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, 3 = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s , 1H) 

li^i (ESI-MS, m/z):44 5 (M + +l) 

^ffiM7 9 : N- (sec-7^;U) -n' - {2-^DD-4-f (6, 

2-/7DP-4- [(6, 7-y^h^y- 4 -Wj-JP) ttis] T~U 
> (5 Omg) nnftjlM. (5ml), h Ui^7 5> (1ml) fc*gfi?L 
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tz'&, *no*;i^c»#l,fcMJ**y> (4 5mg) 3 0# 

WifR^Lfe. #£sec-:/^;i<7S> (23m J) Sr^OAT. £<bfC^i£T30 

fcS £ & * n n A/* $ j -)l>-?mm? SHPLCK «fc OtSL. «fflfl!><ffr& 
M34rag, JR$ 5 2 %Tf#fco 

1 H — NMR (DMSO-d., 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1 H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 

Hz, 1H), 8. 5 5 - 8. 5 6 (m. 1 H) 

M#*r« (ESI -MS, m/z):43 1 (M + +l) 

§fe860!l8 0 : N-7'j;U-N' -f2-^DD-4-r(6, 7->?* S^->-4 

> (5 0mg) £^on*;UA (5ml), h'Jx^7 5> (1ml) fCi&3?L 
^□□*Ml«^chU^y> (4 5mg) £Un*.T£iaT 3 0# 
IHHKtfLfc. 3fclC7U;P7S>ttl6* (2 1rag) £Jo*T. *6K:MT3 0 

fcSSS^DD *;UA/* * y -^TJRIB-r SHPLCJC «fc 0 *jt§2 U ^M©fb-& 
ft^45mg, *K^7 2%Tf#£io 

'H — NMR (DMSO-d a, 400MHz):3. 76-3. 79 (m, 2H), 
3- 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5- 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1 H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s. 1 H), 8. 14 (s, 1 H), 
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8. 19 (d, J = 9. OHz, 1H), 8. 56 (s, 1 H) 

(E S I -MS, m/z) : 4 1 5 (M + + 1) 
mmm8 1 .• N- {2 ->7DD-4-r (6, 7->?* h*is-4-*j-^iJ- 

;u) t^->i7xz;p} ~n' - (2 -•7°nfcf-;u) fr^T 

2_^op_4_ (;( 6> h^->-4-+^-yU-;U) ^->] 7- U 

> (50mg) £^no*;kk (5ml), ^'JXf;i/7 5> (1ml) 

^DD^;UA(Z^L7t h U^X^r> (4 5mg) £Mtiiglr3 0^ 
F^^Lfec ^!;7'D/tj^7$>MI (2lmg) &m?LT, ££fcili& 

l%Tt#/zo 

'H-NMR (DMSO-de, 4 0 0MHz): 3. 16-3. 1 7 (m, 1 H), 
3. 9 3- 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d. J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

nmmm (es i -ms, m/ Z ) mu (m + + d 

mffiM82 : N- (2-^QD-4-f (6, 7 - z/ * S^>- 4 -^3hy*U ~ 

;u) ^-^->i 7^-;u) -n' - (2. 4-^^;^^-p^>^;u) 

2-//OP-4 - [(6, 7 -v* K + ->-4-^^-yiJ~;U) ^-^->] T~U 
> (5 Omg) £^an*;UA (5ml), h'Jx^7$> (1ml) \zmffiL 
?nu*)l2±lzmMLfch*)*xy> (45rag) Oft 
mm&Lfzo WZ2, 4-y7;l/tD^>y;i,7$> (22«1) SrSlJ^T, $ 

<=> t^a-e 3 o frfflLfz, mm Lfzi&ik&mw. m& Lmmo^t^^ 48m gl 

W6 4 %Tf#£: 8 

'H-NMR (DMSO-d 6j 4 0 0 MH z ) : 3 . 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1 H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s. 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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-8. 2 0 (m, 2H), 8. 5 6 (s, 1 H) 

mmfttirm (es i -ms, m/z) 5 0 1 (m + + d 

nffiM83 : N- {2 -^DD-4-f (6, 7 ->?^ h^->- 4 ij - 

;»0 ^-^->i^ji-;^} — n' - ( 2 - e U >?;t^ ^;u) fruy 

2-^OP-4- [(6, 7-^^ K**>-4-*:M/U-;i,) -j-^-, 7 - tJ 
> (5 0mg) £^ A (5ml), h'JXWSXlml) K^fllL 

?un7fr)i,&lzmmLfzbV*xy> (45mg) ^MTMT3 0^ 
r B 1jt^L7to ^{32- (^^7=/) e'Jy> (19^1) ^*n^.T, £<=>tc 

60^-e i mmmftLtc. Kfomzmftmrnymi- v u ^A^mm^m^^ an* 

®f£ LTf# £> ftfcgi cf^^nn a/* * y PJT&HPLCfCcfc 9 ftisg 

U i&m<Dik&fy}%: 2 6mg, « 3 7 %Tt#fc 0 

'H-NMR (CDC 1 3 , 40 0MHz) : 3. 51 (s, 2H), 4. 07 (s, 

3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 

J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 

= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 

8. 3 8- 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz, 1H), 8. 

6 4 (s, 1H), 13. 5 3 (s , 1 H) 

SiMI (ESI-MS, m/z): 4 6 6 (iM + +l) 

MmmS 5 : N- { 2 -O DP - 4 -f (6, 7 - i? * b^r^>- 4 -^y'lj - 

;u) ^-^->i^ — n' - (4 -7;i/^-a^ ^uy 

> (50rag) £;7on*;UA (5ml) \zmmi>/t&* p-7MD7iZJl. 

h (2 1^1) £*0AT6 O^Tlf^jt^Lfc. L/z*i!hfl£ 
ga©fb^$5 7mg, JRip 8 1 %Tt#7^. 0 
'H-NMR (DMSO-d«, 400MHz):3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 17 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1 H), 8. 



WO 00/43366 



PCT/JP00/00255 



- 97 - 

3 1 (s , 1 H), 8. 5 7 (s , 1 H) 

RSSHffM (E S I -MS, m/z) : 4 6 9 (M + + 1 ) 

Mt&M8 6:N-{2-^an-4-r(6, 7 -i?* b^ris- 4 -^^VU - 

)V> t^->17xZ;H ~N' ~ (2- *h*z/7 ^VT 

2-^DP-4-[(6, 7 -V* h + y-4-^/U-;W *-=*^>] T-'J 
> (5 0mg) ZZnnfrjlA (5ml) (Cjg^b^. 2-^h^>7x^ 

<v->T±-h (24#i) ^iaxxe omT'immmwLfco Ki&mz*$ ; 

ft^$3 9mg, iR^5 4%T#^. e 

'H-NMR (DMSO-de, 4 0 OMHz) : 3. 90 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1 H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1H). 8. 09-8. 16 (m, 

2H), 8. 58 (s, 1H), 8. 9 6 - 9. 0 2 (m, 2 H) 
Jf»##?M (E S I -MS, m/z ) : 418 (M + + 1 ) 

Mt&ffl 87 :N- ( 2 -^7 DP- 4 -r (6. 7-> ? p<h^->-4 -^^-yg - 
M j-*i/-\7 jl-jU] — n' - (5 -^cm-2 — fcf U f^JU) frl/T 

2-^QD-4-[(6, 7->?* N^S/- 4 ^-^~>] 7~U 
> (5 Omg) £^DD5js;UA (5ml), h l Jx^75> (1ml) izmBL 
tz'&, !7UU*)\,L.\zmmVtih*)-fc7,7> (4 5mg) ^inTtT^iST 3 0 # 
ffltftWlsfz. mz2-T^y -S-?nuWi/> (23mg) £An;tT, £ t> 
(C60^T 1 H#p B m# L7c» KfomzmfamMym-}- b U ^A7l<^^AD^i7 n n 

^L, ^m<Dit-&yo%: 3 9mg> iR^ 5 3 %Tf#7c. 

'H-NMR (DMSO-ds, 4 0 OMHz) : 3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. OHz, 
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1H), 8. 35 Cd. J = 8. 8Hz, 1H), 8. 40 (d, J = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
Kfi##fM (E S I -MS, m/z) : 4 8 6 (M + + 1) 

mffiM8 8:N- U-r (6, h^j>-4-^^-VU-;U) ^xi- 

2 -yjV^-nyjz-Jl) -n' -:/Dbf;>fri^T 

4- [(6, 7-^^ h*^-4-*^/>j-;i,) -2-^;|/^-dt- 
•J> (5 Omg) ^r^nn^A (3ml), MJxW$> (0. 3ml) iz 
mmLtzWi. ?nn7ts)UA\zmffiLtzhV*7>5-'> (47mg) ^Jn^TMT 

3 0^m^L7^ o ^{cyalf;i,T5> (20/i 1) ZJjqplT. ^bfz^T- 

HPLCfCcfcOfjf^U Slll0fc^£9mg, JR*14SST»XS:. 
'H-NMR (DMSO-ds, 4 0 OMH z ) : <5 0. 9 0 (t, 3 = 7. 6H 
z, 3H), 1. 4 3- 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1 H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1 H), 8. 
2 8 - 8. 2 9 (m, 1 H), 8. 55 (s, 1 H) 

(ESI-MS, m/z):40 1 (M + +l) 

MffiM89 : N-7'^)U-n' - {4-r (6, 7-^y K^x-4-^^V»J- 

)V) t^y1-2-7MD7xz;H OUT 

4- [(6, 7 -V* h*i/-4 -*i~V*J ~M - 2-7MD7" 

U> (5 Omg) £^an*;i,A (3 ml), HiJxfjP75> (0. 3 m 1 ) iz 

mmvrz'&, ?un*ji<Aiz®mLfz hu**y> (4 7 mg ) ^uo^t^t- 

30^rB^^L7t„ ^fC7>;PTS> (24m 1) £*0X.T. ^Cli&l:-^ 
Jg^LTto ^/^(c^y — )V&m7L, 9 a o^;i/A/^^y — Ji-cmmT §h 
PLCfCj;9*jf^U mm<D<b&®)$:2 5rag, iK^ 3 8 %7Wc„ 
'H-NMR (DMSO-d s 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t. J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 55 (s, 1 H) 
fi^ffl (E S I —MS, m/z ) : 415 (M + + 1) 

^1^9 0 : N- (szc-7^)U) — N' - {4-f (6, 7-y?*S^>-4- 

4- [(6, h*->-4-*±yU:z;iO -2-7MD7Z 

U > (5 Omg) J^dd^a (3ml), h ijxf^7 5> (0. 3ml) I; 

^PD*MIMLfchU^y> (4 7mg) SJDATMT 

3 0«j$bL #l3sec-:/^7S> (2 5^1) ZUUplT, $^l:Sfl 
T— B^jt^L^io — ji&toAs 2 nn&jiA/*? y—j^-zmffl 
-r*HPLC»CJ:DttS!U M©fl^fe£i2mg. Wl8%rflfc 0 
'H-NMR (DMSO-d., 4 0 0MHz) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J =6. 6 Hz, 3H), 1. 3 9- 1. 4 8 (m, 2 H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6 Hz, 1H), 7. 04-7. 08 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1 H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
»*##tM (ES I -MS, m/z) : 415 (M + + 1) 

^66g»19 1 :N-7'JJ1/-N' - {4-f (6, 7 - b*zs- 4 -=E^-y 'J ~ 
^) tt^-2-7;i/tQ7i3) >7l/7 

4- [(6, 7-y/h + ^-4-+t>/U^) ^=^^] - 2 -7M07Z 
U > (5 Omg) £?dd*;UA (3ml), N'Jx^7 5> (0. 3ml) £ 
iStfLfcSL ^POzt;;UAfz^»L7t h'J*^y> (4 7mg) San^T^ST 
3 0#|yjiK#Lfc. ^ICTU;UT5>^^ (3 Omg) £jfjnx.T, ^^fc^ffl 

TSHPLCfdJ: 9tt«U gl©^ft$18m gl xK^ 2 8 %Tf#Jt. 
'H-NMR (DMSO-d., 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H). 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 94 (m, 1 H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 

0 6 - 7. 0 8 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 

1 H), 8. 5 6 (s . 1 H) 

ft*#lfHfi (ES I -MS, m/z) : 3 9 9 (M + + 1) 

§g»!l92 :N- (4-f (6, 7 -j^ 4 U ^^>]- 

2-7MD7X-JM -N' - C2-yphf-;U) r>^ T 

4- [(6, 7-^* h^'>-4-^±yiJ-;U) - 
U> (50mg) ^^do^A (3ml), h'Jx^7 5> (0. 3ml) fc 
?§3?L7c^ ?nn7i<)UAizmBl'tzhtJ*xy> (47mg) £#07LT^&T 
3 0«^U: o ^fcyn/^U^y^ig^jg (2 9mg) &1}U?LT. £ 1> 

^ U Tt# e i ^ o □ * jl, ATgtil L . »ft^2 1mg, ijX^ 3 
3%Tf#£o 

'H-NMR (DMSO-d 6 , 400 MHz): 3. 15 (t, J =2. 4Hz, 
1H), 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1 H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1 H), 8. 5 6 (s, 1 H) 
K*##rM (ES I -MS, m/z) : 3 9 7 (M + + 1) 

^W!l9 3 : N- (2. A-Vzf)V^ru^VM - N ' - { 4 _ r (6 7 _^ 

4- [(6, 7-v* K^->-4-+^-yj-;U) ^-=^f>] - 2 
U> (50mg) ^^ao*j^ (3ml), h'Jl^7 5> (0. 3ml) fc 
?£*i?L/M£, £nn*;UAK?g^L£ MJ*X^r> (4 7mg) ^»P^T^T 
3 0#fM#L7c. ^C2, 4-^y)\,^a^>Sy)UT3. > (28« 1) £#0*. 

Omg, iK^2 6 % Tit 7c. 
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'H-NMR (DMSO-da, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d. J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1 H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1 H), 8. 55 (s, 
1H) 

MMfttitm CFD-MS, m/z) : 4 8 4 (M + ) 

mffiM9 4 : N- (2, 4 - V? )V*U7 ^-)\,) - N ' - ( 4 _ r (6> 7 _ y 
^ h^v-4-^^-/U-;U ) ^v1-2-7J^a7x-^ ^7 

4- [(6, 1 -V* N4->-4-*7-yu-;|,) 
U> (50mg) £^7on*;UA (3ml) (C*g*i?L7c^ 2, 4-^7;i/*a 
7x-iKVy7t-h (2 9^1) £;ta*T60£T-l!fcJ«#L£. #rfcBLfci?£ 
H£z!i®, MLSl©ft^5 0mg, J« 6 7 %Trf#7c. 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 3 . 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 1 H), 7. 13-7. 15 (m, 1 H), 
7. 2 9- 7. 4 0 (m, 3H). 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
Jf«##TfI (E S I -MS, m/z) : 47 1 (M + + 1 ) 

g|^ffl9 5 : N- {4-r (6, >- 4 -^\/U -;U) aM^- 

2-7MD7x-;|/} -N' ~ (2 - 3L-)\,) 7j/7 

4- [(6, 7 -it* K + i/-4- + t»/ij-;i,) *=^] - 2 -^;U^nT- 
U> (50mg) $r;7DD^;UA (3ml) o-hKKVy 
h(30y 1 ) *UnAT60ftT-Bfta«iLfc. S^t^ * y -JUfcfln*, 

mg> iR^2 4 %T?#7c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1 H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1 H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1 H), 8. 
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35 (s, 1H). 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 
KS^tfffi (ES I - MS, m/z) : 4 4 9 (M + + 1) 
^»(19 6 : N- (4-r (6, 7 -fx* h^>- 4 -^±7 U -;U) ^->i- 
2-7M07x-;i/) -N' - (2 h*is7^~JU) ryUT 

4- [(6, 7 h^^>-4-^^\/U-;i/) - 2-7M07" 

U> (5 0mg) £^nn*;i,A (3ml) {C^L^c^, 2-*h*z/7x.- 
HVyJt-h (32M) S:ilDx.T60^T-^jt^L7t. ^JMi;:**/- 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8- 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1 H). 7. 40 (s, 1H), 
7. 5 6 (s, 1H), 8. 12-8. 1 5 (m, 1 H), 8. 19-8. 2 5 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

SI^KtM (ES I -MS, m/z) : 4 6 5 (M + + 1) 

gl»iJ9 7 : N- {4-r (6, h*'>- 4-*j-Vi)-Jls) 

3 -*^)V7 — n* -ynbf;ufrU7 

4 - [(6 , 7-y^h + y-4 -^±l/'J — ;U) - 3 -^^^T" ij 

> (5 Omg) ^^ao^A (3ml), h Ux^7 5> (0. 2ml) 
flPLfclfc. ^ OD^;UAfC?g^Lfc h 'J^y> (4 8mg) ZlmXTMUT' 3 
0#fHHK#Lfc. *l:7 , oWS> (20« 1) fciraAT. *6tcM-c-«t 

PLClc:J:»3«f«U »f^|j^3 0mg, i» 4 7 

'H-NMR (DMSO-d«, 4 0 0MHz) : 5 0. 89 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 0 8 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s, 3H), 6. 1 3 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, 3=2. 4Hz, 1 H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s. 1H), 8. 50 (s, 
1H) 

nmfttirm. ce s i -us, m/z) .397 cm + +'d 

ili9 8:N-^- N ' - (4-r(fi, 7-y^^y- 4 -WH- 

4- [(6, 7 -5/^ K^c>_ 4 _ +:h , /u -j-jj.^] _ 3 (J 

> (50mg) ^□o*;^'(3ml). MJX3\H,7 5> (0. 2ml) fc?g 
#L£|g, ^DD^c^^^j^^ (48mg) ^1^3 

'H-NMR (DMSO-ds, 4 0 0MHz) : 5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9- 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m. 2H), 3. 9 8 (s, 3H), 3. 9 9 (s, 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d. J = 8. 8Hz, 1H), 7. 27 (d 
d, 5 = 2. 3Hz, 8. 5Hz, 1 H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s, 1H), 7. 58 (s. 1 H), 8. 39 (s, 1 H), 8. 51 (s, 
1 H) 

nrnftftm. (ESI-'mS, m/z ) : 4 l l (M + + 1 ) 

^IfS^U 9 9 : N- (2. 4-y'7MD7i^) — N* - {4-f (6, 7 -fx 

4- [(6, 7 -?J* h + - 3 _^^ ;l/T - (J 

> (5 0mg) &?nnft)UA (3ml) JC^APLfc^. 2, 4-y7WD7 

Sfci^U mM<D 5 9rag, iR^79%Tt#7to 

'H-NMR (DMSO-cIb, 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s,ysfH). 3. 99 (s, 3H), 7. 0 3- 7. 0 8 (m. 1H), 7. 14 
(u, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 3 9 (s. 
1H), 7. 43 (d, J=2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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14 to, 1H ). 8. 52 (s, 1H). 9. 0 3- 9. 0 5 ( m 1 H) 
SS»#rfi<E SI -MS, n,/z); 467 (M . + 1) • 1H> 

^Sgffl 10 0 : n— { 4 — r f fi 7 l a- , 

-»-^^T-,M- M - ft^a^r^rr 

4- [(6, 7-i>* K*5/-4-*+>/i|-in *+_- ■. 
- <5 0mg) Wdd* W ( 3ml , lzmmM P - 7WD7I=A 

■H-NMR CDMSO-d.. 4 0 0MHz): 2. 0^7 <s, 3H), 3 9 8 
-3H), 3. 99 (s. 3H), 7. 10 -7. 14 to, 

*■ '-2. 4„, 1H ), 7. 4 6-7. 4 9 to. 2H ), 7. 59 ( S 
1H>, 8. 51 (s, 1H >, 8. 66 (s , 1H) , 8 . ?0 (s ( " 
SS»Sr« (ESI -MS, m/ 2 ):449 (M* + 1 > 

MtfcM 1 0 1 ; N— f 4 — r (p. 7 . , . , 

~ 3 ->fil7T - H,f _ N ' _ / 9 . , " - 1 

. 4 " [(6 ' - 3-> W =U 

- (5 0mg) *»uu*»± (3m ,) fc»* Lfc «, 2 -^^ 7x - ;u 

S (26,1) £* D * T , -ft**^^ S««t^^y-;i, 

'H — NMR (DMSO-ds, 4 0 0MHz) : $ 2. 07 (s, 3H) 3 8 
•J-.-™. 3. 99( S .3H, 3. 99(s . 3H), 

7 to. 2H) , 7. 01 -7. 03 to. 1H >, 7. 12 (d , J = 8 ^ 

..1H). 7.35( dd . J = 2 . 4Hz , 8 . 8 g " 

T;,, 44 "' — — . 7. 60(s , 1H , ( ; 3 

-8. 5 to. 1H) . 8 . 23(s , 1H) , 8 . 52{ii ^ < 

( s , 1 H) \ 

«»#f« (ESI-MS, m/z): 46 1 (M'+l) 
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mmmi o 2 .• n- u-r (6. a-*^ 

4- [(6, 7 -5/* h^->-4 >J-;iO ^->] - 2 -^^;p7- ij 
> (50mg) ^^on^M (3ml), HJxS^TS > (0. 2ml) lz® 
MVfz'&. ^DD^AC^Lfch'J^^y (4 8mg) £;&n*_TS&T 3 
0#IW«J*Ljfc. *t^ne;P75> (20/zl) SJoAT. *&fc*fflT-tt 

PLCt;:«fcD»fi!U llOlk^^SOmg, J«4 7%Tf#7c 6 
'H-NMR (DMSO-d 6 , 4 0 0 MH z ) : <5 0 . 90 (t, J = 7. 3H 
z, 3H). 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1 H), 
7. 08 (d. J = 2. 7Hz, 1H). 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

KS##HS (E S I -MS, m/z ) : 3 9 7 (M + + 1) 

mmmi o 3 .- n-^;u-n' - (4-r (6, 7 h^->-4-^?-yj 
4- [(6, 7 -v* h^v-4 — ;p) -2-^;uy-g 

> (5 Omg) J^Dn^A (3ml), h iJXW5> (0. 2ml) \z® 
MLfcm. ^□o*;i/AI:«»Ufc|siJj|N7y> (4 8mg) $jDATilT3 
0#M«#Lfc. ^i:7^75> (24 tf 1) ^JPXT. $5l:aT?-»!l 

Ck:«fct>ffi8i!U SI^«S3 7mg, »K$5 6%Tf#Ac. 
'H-NMR (DMSO-d6,400MHz):<50. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 1 3 (m. 2H), 3.97 (s, 3H), 3. 9 9 (s, 3H), 6. 5 0 ( t, 
J = 5. 4Hz. 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H). 7. 64 (s. 1H). 7. 86 (d, J = 8 . 8Hz, 1 H), 8. 53 
(s, 1H) 

m«ri(ESI-MS,m/z):4il (M*+i) 
»tt«104:N-(S 4-^;^n-^-„. . (4 _ r(fi 7 _ 

4- [(6 , 7-^H + S ,- 4 _^ /u=;W ^ _ 2 .^^ 7=IJ 
^C5 0mg) £*dd* ;1 , a (3ml) fc*#Lfc«, 2 , 4 ^ WD7 
x_;Ky^7-±-K (23.1) *Jn* T , Lfc. WffiLfcfca 

'H-NMR (DMSO-d. f 4 0 0MHz): 2. 29 ( S( 3 H) 3 98 
Cs, 3H). 3. 99 (s. 3H). 7. 03-7. H ( m , 2H ). 7 . 16 
<d. J-2. 7Hz. 1H), 7. 2 9- 7. 3 5 (m. 1H ). 7. 38 (s 
1H). 7. 55 (s. 1H), 7. 8 7 - 7. 9 0 ( m . 1H ). 8. 13-8 
19 (m. 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 5 5 (s, 1 H) 8 
9 2 -8. 9 5 (m, 1 H) 

nmftffim ces i-ms, m / 2 ) .-4 6 7 cm + +d 

IMM 1 0 5 : N - {4-r (fi 7 _ .-jw u -t- „ * , 
~ 2 ~ N' - (4--7;^r,- 7 x - ;U) ^ ^ 

4- [ (6 , 7-^^-4-^/,;-^) - 2 -^ T - U 
> (5 0mg) Wdd*k C3ml) p-7^D7i^ 

'H-NMR (DMSO- d6 ,4 0 0MHz): 2. 28 (s, 3 H) 3 
3H). 3. 99 (s, 3H), 7. 08-7. 15 (m. 4H). 7 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1 H) 7 
-7. 88 Cm, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9 
-9. 0 5 (m, 1H) 

mm^mm ces i -ms, m / 2 ) .-4 4 9 cm + +d 

i — LIS. < —i/ ?• h^iy — 4 — jfr^f-y ij — ^-4i, Vl 



9 8 
3 8 
8 4 
0 3 
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- 2 - -N' - (2-^h^/7x^) frUT 

4- [(6, 7 -V* h*->-4-*j-VV=.)U) *-=^>] _ 2 - ij 
> (5 0mg) ^^OD^M (3ml) fC^Lfc^ 2-^h^->^ x -;u 
<<V->7*— h (26M) ^PAT, -»^jt»SLfe„ WtiiL^^^^. 

'H-NMR (DMSO-de, 400 MHz): 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2- 7. 0 4 (m. 1H), 7. 08 (dd, 3=2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s. 1H), 8. 61 

- 8 . 6 2 (m, 1 H) 

nmftmfe (ES I -MS, m/z) : 4 6 1 (M + + 1) 

mmmi 0 7 : N- (4-f (6, 7->?* h^y-4-^t'/'J-;i/) ^->] 

- 2 hD7x-Jl/} — N' -^Obf;P^7|xT 

4- [(6, 1 -V* S + y-4-+t7Uz;i.) :**~>] - 2 - - h OT - U 
> (5 Omg) £r^DD*;UA (10ml), h UlWS> (0. 2ml) \Z 

mmisfzm, ^uu^ju^zmrnvtchv^xyy (43m g ) &uaz.T&u-c 
3 0«j$LL ^i:yoe;ns> (i8^i) zimXT, ^tc^s-?- 

HPLCtCcfcOifMU »M^2 4mg, J«3 8%Tf#£o 
'H-NMR (DMSO-d«, 400 MHz): 50. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6- 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r. 1H), 7. 58 (s, 1H), 7. 6 7- 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s . 1 H) 

mmftVrm (esi-ms, m/ z ) .-4 2 8 (m + + i ) 

mffiW 1 0 8 : N-y^Jl-N' - (4-f (6. ^y- 4 -^ t >y IJ 
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4- [(6, 7-y7 b*i'-4-*WJ=.Jl,) *3->] - 2 - ~ hOT~U 
> (5 Omg) £^dp*;ua (1 0ml), MJx^7 5> (0. 2ml) Iz 
^□o^AIMU c h. J ^y > (43m g ) *Jo*TM-C 
3 0#IBHf#Lfc. ^»c^;U7S> (22H) ^D^_T. SStSiT-* 

PLCf3J:9*iMSU iI©^Mi5mg, 3 *T?&fc B 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0- 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s. 1H), 7. 51 (b 
r, 1H), 7. 57 (s. 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9 . 2 

Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

»*#4fH£ (ES I -MS, m/z) : 44 2 (M + + 1 ) 

09:N-f2-* PD- 4 -r(fi. N^>-4-^V») 

N- (2-^PD-4-[ (6, 7-^h + ^-4-+f/»Jr;W 

-n' -/n^i,7 (1 0 Omg) St*rh7tK077> (3 
Oml) t3igfi?U MJ* A (60wt%, 8 8mg) ^JO^Tm^T 

1 5#fBHS#Lifc. K\ZZuu*7-)V*?-)\,3L-v-)\, (6 7 u I) £ 

'H-NMR (DMSO-da, 4 0 OMHz) : <5 0. 8 9 (t, J = 7. 6H 
z, 3H). 1. 4 6- 1. 5 5 (m, 2H), 3. 20 (br. 2H), 3. 48 
(s. 3H), 4. 07 (s, 3H), 4. 08 (s. 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J = 2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1 H). 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 
IMI (ESI-MS, m/z):46 1 (M + + 1 ) 

mmmi 1 o :n-t±^ji- n - \2-^uu-a-\ (6, 7-^ h^->- 

N- {2-^on-4-[ (6. 7-~>'* K*->--4-*:M/U-;iO 
7x-;P} -N' --fu\d)V^UT (1 0 Omg) ^^TK^h^t Hn^^> (3 
Oml) fcJgtfU 7kmit+hi)0A (60wt%, 8 8mg) ZUQx.Tm.i&T* 
1 5^«^L^ 0 ^iCi&ffcT-fc^ (6 3u 1) ^to^T, $e,fC^T2B# 

nn^;UA/7-feh>TawrSHPLC{ZckO»«L, &m<D<k&Qa& 2 7m g> 
6 %Tf#£ 0 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 9 8 (t, J = 7. 3H 
z, 3H). 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H). 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1 H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s. 1 H). 9. 08 (br, 
1H) 

R*a-*?ffi (ESI-MS, m/z) : 4 5 9 (M + + 1) 
mffiMl ll:N'-(2-»DD-4-f(6, 7-^* 

2-^DD-4- [(6, 7-y^K + y-4-^/'j-;W T=U 
> (56mg) ^^no*M (4ml), h'Jxf;i,75> (0. 3ml) \zi£ 
Mlsfctik* ?w*)l'&lzmmi'fzhi)-frsxy> (5 0mg) $JnAT^ifiT3 
O^KJR^Lfc. ^tN-y^;i/^nt?;i,7$> (26/ii) fciinAT. 

'H-NMR (DMSO-ds, 4 0 0MHz) : <5 0. 9 9 ( t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1 H), 7. 53 (s, 1H), 8. 
41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 
(ESI-MS, m/z):43 1 (M + +l) 

mmmi 1 2 .-n* - (2-^00-4 -r (6, y^^- 4 -^ + ./ 

> (8 Omg) £^nn*;i,A (3ml), h Ux^JS > (0. 3ml) \z'& 
ffi-lstzWL, 5 ua^JVAizmmLfc h V*X5-°> (7 2mg) ^DATSStl 
5^F B m^L7t 0 ^l:N-XWo(f;|,7 5> (44// 1) £An*_T, 

#U tl©fb^$4 Omg, iR^3 7 %T?#7Co 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 1. 00 (t, J = 7. 3H 
z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s. 1 H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J=2. 7H 
z. 1H), 7. 36 (s, 1H), 7. 53 (s, 1 H), 8. 42 (d, J = 9. 
OHz, 1H), 8. 6 3 (s, 1H) 

nmftffim (ES I-MS, m/z) .-44 5 (M + + 1) 

mmWl 13 :N'-{2-^DD-4-r(6, 7 

y-ji) Tj- ^j/i? jc~;u} -n. N-j?7°n ut 

2-^70D-4-[(6, 7 h^>_ 4 _ = ^, / ,j- ;[/) -f-^-j T _ IJ 

> (1 0 Omg) J^DD^A (3m I ), hUx^;UT5 > (0. 3ml) £ 

mmisfzm, ?vnftj\ / AizmMLfzhv*x?> oomg) £*dx.t^t 
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*H-NMR (DM SO -de, 4 0 0 MH z ) :<50. 99 (t, J = 7. 3H 
z. 6H), 1. 6 6- 1. 7 6 (m, 4H). 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s. 3H), 4. 07 (s, 3H), 7. 03 (s, 1 H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1 H), 7. 31 (d, J=2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1 H), 8. 6 3 (s , 1 H) 
IIMi (ESI-MS, m/z):4 5 9 (M + +l) 

^MMl 1 4 : N-^;U-N' - {2-^7 dp- 4 -r (6, 1 - V* h4^>- 
4-tt'/'Jz;i/) -N-pt^fruy 

2-/7 PD _4_ [ (6> 7 _^^ b*is- 4-*rJ-*SV-Jl) ^^5>] 7 ~ U 
> (80mg) £^nD*jPA (3ml), h 'Ji^7 5> (0. 3ml) IzM 
misftte* 9na7fr)\,&izmmis/Z h 'J*xy> (7 2mg) SJDATSITI 
5^Rlift«iL7t. ^{3N-^^;U7"^;UTS > (43w 1) ^iJPx.T, 
ST3 0^fWL/:. R&i6tlzx? S—j\,&tiaA.s 0 u n $ j —)V 

U $g«ti^2 6mg < JK^2 4%T?#fc 0 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 99 (t, J = 7. 3H 
z, 3H). 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s , 1 H) 

HS^tffffi (E S I - MS, m/z ) : 4 4 5 (M + + 1 ) 

^6S0ill 15: : N* - {2-^DP-4-r(6, 7-S?* ^^^-4-^^-y' 
■J-;i/) ^-^vl^x-;U} — N— (4 - ^□□7xZj^) 
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2-^7DD-4- [(6, ^y-4-^/Uz;W *=^>] 7-iJ 

>(80rag) ^^dd^M (3ml), h'Jx^7$> (0. 3ml) izM 
MVfz'&. ^□DMAI:^iUcK'J*7y> (72mg) &tox.T^UT*l 
SftmmftLfc. *:4-^OD-N-^^7zij > (35wl) $AD^.T, 

'H-NMR (DM SO- d 6 , 4 0 0 MH z ) : 3 . 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J=2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
Sf*##rM (ES I - MS, m/z) : 4 9 9 (M + + 1) 

^mmi 16 :N' --f2-^DD-4- [(6, 1 -is* b*i/- 4 -^>/ij 
— )V) Jr^is] 7iZJW-N. N-VJi^)V^]yT 

2-9UU-4- [(6. 7-y/h^y-4-+^yU-^) ^4->] 7~ 'J 
> (50mg) ^^dd^A (2ml). h'JlWS> (0. 5ml) \zfe 
ffilsfzm. 0 nnfrJUAlzmmLfz h >)*X¥> (4 8mg) £;&n;LT^gT3 
O^WL^ ^(;yif;i,7$> (0. 5ml) &m*.T. ^tz^T- 

'H-NMR (CDC 1 3, 4 0 0 MHz) : 5 1. 30 (t, J = 7 . 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 

0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1 H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. 0Hz, 1H), 8. 81 (s, 

1 H) 

H*##tM (ES I - MS, m/z) : 4 3 1 (M*+ 1) 

mmmi 17:N-|2-£cm-4-C(6. 7 -y* N^^-4-^^-VU " 
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2-/70D-4- [(6, 7 -V* h^F->- ^-^->] 7-U 
> (50mg) ^^DD*;i/A (2ml), hUxf;i/75> (0. 5ml)K:ig 
^Lfc^, pnnftjlAlzmmi-tz S U>ts^y> (4 8mg) ^Jn^.T^T3 
0#Piim#Lfco 7 8^HU ;*^;U7i= >&®?i& (13 0mg) £ 

^PP^;i/A/pC^y-;UTJgWr*HPLCm:0af8!!L» BtM<D{£-£yi&4 1 
mg, JK^7 0 96Tf#£. 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 52. 68 (d, J =4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s. 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1 H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
Ka##TfI (E S I -MS, m/z ) : 3 8 9 (M + + 1) 

%fE0!l 118:N'-/2-^DD-4-[(6. 7 K^->- 4 -^t'/'J 

— ^=fc->] 7 X.—M-N, N-y^f;|/^l/7 

2-/7DD-4- [(6, 7 - V* 4 -*±Wzl)V) 7H'J 

> (50mg) $i7Dn*M (2ml), N'Jx^75> (0. 5ml) leg 
^□□^^ACigfLfch'J^^^y (4 8mg) ^jftnAT^iST? 3 
0#IB!88#Lfc. mz - 7 8^Klft£PU y7^7$>Mt (2 5 0mg) 

mg, 1K$5 3 %TTf#7to 

'H-NMR (CDC 1 4 0 0MHz) : 5 3. 11 (s, 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 1 5 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s , 1 H) 

HaSHFHS (E S I - MS, m/z ) : 4 0 3 (M + + 1 ) 
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*119:N- (a-*nn-„- ( [ 6 - * K*-v- 7 -p „^ „ . 

**^] 7x-;W - N ' C7 5mg), *** y (5 1m 

g). U-y^^o/O (7 6/11) ^N,N-y^;^M7$K (4m 

*Q*, ^oo^ tfflitiLL tlI^i;K»hU^A«U MET 
*«*«*LT»6nfca**X-^T«5fe*L. N- (4- {[7- 

— N * -yPtf;^l/T2:7 4 m g, ^7 8% W c. »£*lfc* M ft: 
(7 4mg). «B6*»j^A (5 1mg), »j > (13 0*1) *N,N->?j*^ 

^ M75 K (4mI) «ffiT«**SSL T 

U mm<Dit^fy}$: 4 9mg, W 6 3 %T?#£: 0 

'H-NMR (CDC1,, 4 0 0MHz): 0 0. 8 9 (t. 3 = 7. 4 4Hz , 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H). 2. 3 3 - 2. 4 9 (m, 4 H ), 3. 0 4- 3. 0 9 (m. 2H). 3. 3 
2-3. 38 (m. 4H). 3. 5 2 - 3. 6 8 (m. 3 H ), 4. 03 (s 3 
H). 4. 2 3-4. 2 9 (m, 1 H ). 4. 32 (t, J = 5 . 89Hz, 1 H). 
6- 98 (t. J = 5. 49Hz, 1H), 7. 21 (dd, J=2. 68, 9 
03Hz. 1H), 7. 36 (s, 1H), 7. 46 (d, j« 2 . 68Hz, 1 
H), 7. 53 (d, J = 7 . 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
<d. J = 9. 27Hz, 1H), 8. 54 (d, J= 4 . 39Hz, 1 H) 
»i^t(ESI-MS, m/z):5 2 9 (M + ) 

, **«12 0 :N- f2^DD-a- ' r6-*S^>-7- r2 -^,/ , 
N-{2^DD-4-[(7-th'D^. 6 -^^. 4 _^ /1J;:jW 
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7HJH -N* -■7u\Z)VVl'7 (7 2mg). U CA (30m 

g), 1,2 -^DW> (6 2 //I) ^N,N-y^^m7$ K (4ml) 

?nD*;UATfflffiU£. ^Jf^^^^HJOAT^U MJET?£$££ 
S4LT#5nfc8$*X- T-;i^T#fc#U N- (4- {[7- (2-7'DtIh 
-6-/h^y-4-^7U^] ^~>} - 2-i/DD7i-W - 
N* -yot?;UO 1/7 2:4 Orag, 5 %Tt#7t„ ^Stlfc^RiH*: (4 5mg). 

#c&;&U£A (3 Omg), ; E;U3tcU> (8 Owl) ^N.N-y^fWA?' 
K (2ml) fc&»L£ffiT-ife*#Lfc D WEET^ttE^S* LTf# 5ftfc3B$ 

'H-NMR (CDC 1 3, 4 0 0MHz) : (5 0. 89 (t, J = 7 . 3 2Hz, 
3H), 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2h), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m. 1H), 3. 
5 7 - 3. 5 9 (m, 2H). 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 

4 1 (s, 1H), 7. 4 6 - 7. 4 7 (m, 1H), 7. 5 5 (d. J = 12. 

69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 

H). 8. 5 5 (d, J = 5. 3 7Hz , 1H), 

H«##Hfi (ES I -MS, m/z) : 5 1 7 (M + + 1) 

mmmi 2 l : N- (2-^dd-4 - {[7- r3-h HD^y^n^y)- 

6 H^->-4 jj-=fr->} -7ji-;i/) -n' -ypbf;u^u7 

N-(2-^DD-4-[(7-tHD + y-6-/h^y- 4 -*^/U — J10 
7jl~)1) -N* — y^D [f)UO U7 (5 5mg) ,^®?#iJ^A (2 0 
mgh S-yot-l-^o/V-^ (6 2«1) ^N,N-y^fMM7 
(4ml) £&#LMT3B#|BHft#Lfc. «JETiS«g£S5& LTt# fctlfc 
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0 %-Tf#7to 

'H-NMR (CDC 1 3> 4 0 0MHz) : <5 0. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3- 1. 52 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H). 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m. 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz, 1H), 7. 23 (dd, J=2. 6 8, 9. 0 3Hz, 1H), 

7. 38 (d, J = 9. 03Hz, 1 H), 7. 47 (d, J = 2. 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1 H), 8. 5 5 (s, 1H) 

Mmfttirm (ES I -MS, ra/z):461 (M + + 1) 

mmmi 2 2 :n- (2-^ uu-4- ui - - fi 

N-(2-^no-4-[(7-tHD + y-6-^ h * ~> - 4 - =^\/ U - ;P) 
7xZJH -N* -Zfu¥)VOU7 (5 Omg), j^gg* U (3 0 m 
g), X^U>^D^Bt: K U > (44/il) £N,N- y/fWM7$ K (4 

mi) izmmi,mMLT-3mm®.ftLfzo mmTmmz'gikLT'&znrcmziz?^ 

'H-NMR (CDC 1 3, 4 0 0MHz) : 5 0. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4 . 6 
4Hz, 2H), 4. 98 (t, J = 5 . 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J=2. 68Hz, 1H). 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

»S#*fffi (ES I -MS, m/z) : 44 7 (M + + 1) 

23 :N- (2-^PP-4 - (T6-* h*is-7 - (4-fc?»Js?ju 
-4-^yr»j -;n^»>} 7i^) -n' -yuMDl^UT 
Mm (N- {2-^DP-4-[ (7-kh'o+y-6-y> + y-4-+t 
V/U-;U) ^y]7i"JH — N ' -ynfcr;p^7U7, 80mg) ,#S6;&U£A 
(l38mg), 4-?nn^;pfc?>j i?>mmm. (4img) £N,N-^3MU* 
;UAT5 K (lml) K&#L80t:T3llfraj«#l,fc. SJ&iI^»fc:*£jDD*, 
^no^;uA-yoAV-;U (3/1) TttfflLfc. *«J|&ft*ttBtf- Hj 9 
AT$£*8L. «ETS»*gSLTS6nfca$$HPLCl:Tfi[j!!L, 
fb"&#>£65mg» 45^66% Tfffco 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s. 3H), 5. 32 (s, 2H), 6. 66 (s, 1 H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, J=2. 7Hz, 1H), 7. 41 (d, J = 5. 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s, 
1H), 8.6 3 (d, J = 6. 1Hz, 2H) 

nmftmm <e s i-ms, m/ z ) 4 9 4 (m + + 1 ) 

mmmi 24 :N-r 2-^ 00-4- ae-* k*->- 7 - [(s-^t^u 

N-(2-i70D-4-[(7-h KD+y - 6 - * h + y-4-^yiJ-;W 
7x-JW — N ' -yntf;^i/7 (7 0mg), mSLiJ U ^A (3 0m 



Ti^i^gS LTII b tit S ^ 5 X-t L , N- [4 - ({7 - (5-y 




K (8 Owl) ^N.N-y^fWAJ-F (5 
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D^>^;U) -6-* S^^_4_ + ^ yij - ;l/) _ 2 _ 0 

fc + Mfc (4 3mg) 1 JWftfcijSA (3 0mg), ^;U*U> (70«l) £N,N 
-y^^^7$K (4ml) fC£#LMT-|fe«HiLjfc. «JETS«E$ 

1 H — NMR (CDC 1 3 , 4 0 0MHz): 51. 71 (t, J = 7. 32Hz, 
3H). 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 29-3. 30 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 -3. 9 0 (m, 2H), 4. 36 (t, 
J=4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s. 1H), 4. 99 (t. J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d. J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 

rnmmm (es i -ms, m / Z ) • 5 5 9 (m*+d 

nmmi 2 5 : n- {2-^ po- 4 -r (6-^ ^>- 7 - {r5 _ n H _ 

1, 2, 3 - S'J 7 V— ) V— \ —-j )]/) ^>^;m^^} -4-^f/iJzjl.) 

h77-^T>^--j7A (lOmgh *5cfc^3M7K^b^h'j^7A7K^ (iml) 
£7-feh> (10ml) 50t:Tl8l^lHHft»L&. Krt?fi^*Jc**2in^ % 

SHU ^IBJfl: (390mg) 

1**4 (N- {2-*DD-4-[ (7-hFD + ->-6-^ s + - > _ 4 _^_ h , / 
Un;p) ^y]7x"JH — n ' -yotf;^^T, 8 0mg) ,««f*U^A (l 
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38mg), ffim<D*mft (52mg) SN,N-y^f MK7$ H (lm 1 ) \z 

-)v (3/D -cmthLrzo &mm&m*mmi- b v VA-vitjiki,. mj£T®m 

38%T#Jt„ 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 6 (t, J = 7. 6 Hz. 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0- 2. 0 8 (m, 4H), 3. 24 (d 
d, 3 = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H). 7. 29 (d, J = 2. 7Hz, 1 H), 
7. 48 (s. 1H), 7. 55 (s, l H ), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 58 (s , 1H) 
KS#*HS (ES I -MS, m/z) : 5 4 0 (M + + 1) 

^Sfiflll 126 : N' - (2-^aa-4 - (r6-^h^->-7 - (4-hfUf^ 
T 

mm (N ' - {2-^OD-4-[ (7-tKD*'>-6-^h + y-4- + 
±»/U-;i/) t+y]7i-JH -N, N-^X5P;U^7\ 83mg) 'J 
£A (138m g). 4-^DD^?jKfijy'>^ (49mg) £N,N-^*^ 
5 K (lml) CS»LMTl8lSIKHB#Ufc. Si5«i^«jfC7K^iD 
A, ^PP^;UA-^n/\V-JU (3/1) TttffiLfc 0 W«tJB *^S7jcfiSffiE^ h 

^tf>{t;£-#f£57mg, tR^56%Tl#7t 0 

'H-NMR (CDCla, 400MHz):<51. 26 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s, 1H), 7. 14 (dd, J = 2 . 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1 H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 ( S . 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
M»tfl (ESI-MS, m/z):5 0 8 (M + +l) 

IWJ127:N - ( 2-* p d -4- frfi-^K^v-y- , 

N-{2-^n-4-[(7-kHD^>-6-^^-4-^y-j-; W 
7xzM -N- -^D^^7 (7 0mg), *«*y*A (3 0m 
s). W^U>7D5H (8 0 Ml) ^N,N-y^J^75K (5 

T*«S«:e*LT»6nfc38IS*x-^T*»U. N- (4- {[7- (4-7 

(4 3mg). ^S*'J^A (3 0mg). ^*U> (4 0^1) £N,N-~>*^ 
MM75K (4ml) K^^MT-ttaWLfc. MflETSSIKSSSLT 

U Sg©fl:^2 3mg, JR^5 3 %Tt#^ 0 

'H-NMR (CDC 1 a, 4 0 0 MH z ) : 6 0. 9 9 (t, J = 7. 32Hz, 
3H), i. 5 6- 1. 6 2 (m, 13H), 2. 0 0-2. 0 8 (m. 2H), 3. 
2 6 - 3. 2 8 (m, 2H). 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m. 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m. 1H), 7. 30 (s. 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d. J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

nmnvtm (es i -ms, m / Z ) : 5 4 5 (m + + d 

SfettflJl 2 8 : N — [2-»Dn- 4 - ((6-X^y- 7 - f ?. - M-^ 
^^7y7)Ih^->] -4_^^ y , J;= . ;M 7i _ jM _ M , __ 7 . 
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N-{2-^DD-4-[(7-th'D + y-6-^ h*^- 4 -^V U ~)V) 
xf*->] 7izJH -N* ~Zfu\d.)VuUT (60rag), m^'J^A (3 0m 
g). l,2-y^D ; El^> (7 0/il) SN.N-'^^f^AJS K (4m 1 ) 

@£LTt#£nfc£g££x-^;UTSfc#U N— (4 — {[ 7 — (2-7*n^Xh 
-6-/h + y-4-^t7'J-;H -2-^DD7iUP) - 

N* -yntf;U^7l/T^4 6mg, 2 9ST*§&. f§&ftfc*|B]#: (4 6mg). 

M^^'J^A (2 0mg), N-*3=JHf^S?> (5 0/il) £N,N - v * ^ 
*;i/AT5 K (3ml) CSiLSfiT?-*!!^^. MffiT?g$;£g£ LT?# 

n*;i^A/^^y— ;u-rJS0BTS^'J*y;P^ d? h ^^^^ -fed; 9ffi$JU 
il«M24mg, 4XSp5 0 %T|#7^„ 

'H-NMR (CDCh, 400MHz): 60. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd. 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H). 8. 26 (d, J = 9. 27Hz, 1 H), 8. 59 (s, 1 H) 
K«##rM (E S I -MS, m/z ) : 5 3 0 (M + + 1 ) 

mmmi 29 : N- {2-^pd-4- [(7-{2 - [(2 -h KP^->X^;U) 

T^y] - 6-^K^y-4-tt'/'J^) 7 

— N ' -yp[f;ur>u T 

N-(2-^00-4-[(7-tFP + y-6-^ 4 - +±V'J XJU) 

*-=^] 7HJH -N* -7"DWl/7 (6 5mg). mMX U £A (3 0m 
g), l,2-y7'n^l^> (3 0wl) ^N,N-y^^^A7S K (4ml) 
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«5S^T#&tifca$$x-^ Ttt#L% N _ (4 _ {[7 _ ( 2-yp^ xh 

N' -^DhT^^S 6mg, W4 5XT#ft. »S*ifc+ M fl: (3 6 mg ) 
mm*V*J* (3 0mg). N-^^X^y-;p 75> (30/£l) tNfN-J? 
^M;^7S K (3m 1) fc**U6aT-*«#Lfc. «flET***«* 

'H-NMR (CDCl 3 ,4 0 0 MHz):fiO. 98 (t, J = 7 . 32Hz, 
3H), l. 59 (m, 2H), l. 94 (bs, 1H), 3 
4- 03 (s, 3H). 4. 07-4. 15 (m, 4H), 4 
5. 3 5 (s, 3H), 7. 10-7. 17 (m, 1H), 7 
7- 40 (s. 1H), 7. 54 (s. 1H), 8. 37 (d, J = 9 . 0 3Hz" 
1H), 8. 64 (s, 1H) 

*«»«ftt (ESI -MS, m/z): 5 0 4 <M*+1) 

**«130 :N- r2-<mn-„- ((6-,^.,. f3 _ (4 _^ 

N -«2-^Dn-4-[(7-tKD^>-6-^is^-4-^yu-;W 
7x=*} -N' -yo W ^ (7 5mg). *«* .J (3 Om 
g), U-^D^p A> (75 ^ 0 tN ,N-^^*;^ 75K (4m 
1) fc**LMT3ienO»#Lfc. «ETj8**«4LTff6^3SSl:** 

»»*9SLTf»6nftasti- f ^ u N _ (4 _ {[7 _ (3 _ :rD 

(3 0mgK (2 0mg), N-*^H^^> ( 40j ul) £N 
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N-y7fMM75H (3ml) izmML^U~T:-mMftl,fc 0 ffiEETfem 

'H-NMR (CDCl 3) 4 0 0MHz): (5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 62 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 -2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 2 5 (m, 2H), 4. 8 3 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J=9. 27Hz, 1 H), 8. 59 (s, 1 H) 

nmftffim ces i-ms, m/z) .-544 cm + + d 

nmmi 3 1 : W -r2-?DD-4- ({6-* S^->-7-r2- ( l H- 
1, 2. 3-m7'/-Jl/-l-^;i.) t^y) 
7rc-;|/1-N. N — y'lfjl'i) 1/T 

ISC** (N* - {2-^DP-4-[ (7-kh'D^>-6-/h + y -4-4: 
^V/U-Jl/) ^y]7i_JH -N, N-yXfJWl/7, 83mg) ,^#>J 
^7A (138m g), 2- (1H-1, 2, 3 - h 'J 7 V)V — 1 — f ;P) 4 
-yi^;i/- 1 -^>-tz>7.;i,^^^— h (59mg) JN,N-y7fjWA7 
(lml) (z^?L80 < C-ei8B#F^m^L/to S^^jfCTk^n;^ i7an 

^;uA-yo/w-;i. (3/D x-mtHLfzo mmm^my^mi- h u 

4 J f B Wih l JX^7=> (0.027ml) (D^UU^)Vh, (lml) fg^JC, OtTh 
■J*>;^> (90mg) JQAT, 30#fM#L7i. S^^^0*C t^LAc^> 
y*XfJl,7$> (0.044ml) £$TFLT#0;^ 2PfP^;WT^£T#& L/r 0 J£ 

;U (3/1) X-mtHLfzo M^KiSithUvA^il, M/ET?^^ 
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'H-NMR (CDCh. 4 0 0MHz): «i. 2 6 (,, J = 7 . 1Hz 6 H) 
3. 41 (q. j_ 7 . 1Hz , 4H) _ 4 0 3 (s ^ g3 ^ • 

J-4. 9H 2 . 2H), 4. 94 ( t , J = 5 . 1Hz. 2H), 6. 98 (s 
IH). 7. 13 (dd. , = 2. 7Hz, 9. 0Hz, 1H ), 7. 26 (.' 
IH), 7. 73 (s. IH), 7. 94 (s. 1 H ). 8. 38 (d, J = 9 0 
Hz. IH), 8. 6 0 (s. IH) 

-N. N-v IfW-ff^!. 

**->, 7 ^, _ N , N-y^^^, 83mg) 

*A (138m g). (0,027 ml ) M ,N-^ W 

»D D **i-y Brt/ . A (3/1) Tjaffib ^ WWMteMMW-hy* 

C ™ J * W> (90n,g ' SD * T - 30»IIIW>u&. KJ6B#**ot:c»*U 
ft*. ^X^TS> (0.044ml) SSiTLTinA. 2«MII* t tTW*-p#«U 

(3/1) ^^ft. *»*****»±I-U->AT?»£*L, « ffT 
S« SeS LT»^ fta ^HPLC,:T«U MOftW.tlSm, « 

'H-NMR (CDC, 4 0 0MHz) : tfl. 0 4 (,, J = 7 . 1Hz 6 H) 
1. 22 (,, J. 7 . 3Hz, 6H). 3. 09 ( q . j_ 7 . 1Hz . 4H) " 
3. 36 (q. J = 7 . 1Hz, 4H), 3. 75 (, j- 6 . 3 Hz. 2 H) 
3- 97 (s. 3H), 4. 29 (,, ,_ 6 . 1Hz , 2 H), 6. 93 (s ' 
IH), 7. 10 (dd, 1-2. 7Hz, 9. 0Hz, IH), 7. 24 (d 
J-2. 7Hz, IH), 7. 27 (s, 1 H ). 7. 45 (s, 1H ). 8. 33 
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(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 

mmmi 3 3 n— r2-^nn-4- «6-^ h^>- 7 -r3- u-eu 

iim (N- (4- {[7- (3-7Dtyo^y) -6-;* h*5>- 4 -* 
tyj-;^->} - 2-^7DD7x-jW — N ' -:/ntf;i^l/7\ 80mg) , 
mMtlVOA (l38mg), 4 -^;U^yhhf U^> (22mg) ^N,N-^^^;U 

*)i&Ts. k (imi) iz®BLm&-c 3mmm&Lfc 0 Kmm&mz7k*iju?L. 
zuu*)vi±-yun;-)v (3/i) -ett££}L/to WJiJi^^jqM^HJ^ 

£-^£60mg, 'K^72%T:?#£:. 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz. 
2H), 4. 7 0-4. 8 0 (m, 1H). 6. 62 (s, 1 H), 7. 11 (d 

d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 

23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1H), 7. 45 (s, 1 H), 

8. 19 (d, J = 9. 0Hz, 1H), 8. 3 0 - 8. 3 4 (m, 2H). 8. 

5 5 (s , 1 H) 

mmfrtirm (ES I-MS, m/z) : 5 5 4 (M + + 1) 

m&Ml 3 4 : N— {2-^DP-4-f (6-^ h^^- 7 - { 3 -r (1 -X 
^ Jl-1H-1. 2, 3, 4-Tb7V-)l>- 5--f ;U) ^1:/d^=^>} - 
4-^^-i/u~;u) ^-^->i"7 ji-;u} — N ' -yatf^oixT 

JK«. (N — (4- {[7- {3-7*Ot7-D^y) - 6 -*h4^-4- + 
-}-VV-)l]**z/} - 2-^OD7iZJW — N ' -7 0 Ptf^^l/y, 80mg) , 
M&^U^A (l38mg). 5-^Myh-l-fh7y-jl, (23mg) £N,N 
-y/fWA7SF (1ml) fc?£^L^T3fl#r*M#L£ 0 £Jfc*g&«5 

^PO^A-yn/V-Jl, (3/1) -CtttHL^Co ^«JB£*S* 
S£^± h 'J£AT$£«U ^JBET?$ttS:S55 iTfb^l^ ^x-^;UT^# 
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'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 1 (t, J = 7 . 3Hz, 3 H ), 
1- 51-1. 56 Cm, 2H), 2. 3 9 -2. 4 8 (m, 2H), 3. 17- 
3- 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s 
3H). 3. 97 (s, 3H), 4. 27 (t, J = 5 . 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 Cs, 1H), 7. 10 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1 H), 7. 44 (s, 
1H), 8. 1 9 (d, J = 9. 0Hz, 1H), 8. 5 5 (s, 1 H) 

nmftffim ces i -ms, m / Z ) .-559 (m + + d 

z_ 

N- {2-*DD-4-[ (7-hHO + y-6-^^- 4 _ Wu - 
*> — N ' -yDtf;^U7 (500mg) * A ( 857 

mg), U-yyD^D/^ (0.5ml) ^N,N-y^ M ^ 7 , K (5 
ml) K**LMT3ISM«#L,fc. »ffiT*«Et«aLT#6nfe»$fc:* 
^OD^A/2-yDAV-^ (4/1) TtttflLfc. tlIJ M 

N- (4- {[7- - 6 h*->- 4 -^y.j - 

;^^ } _ 2 -^ Dn7x - ;u} _ N> -^n^^UT^lmg, 1 R* 7 
N- (4- {[7- (3-yo^D^y) - 6 -*h*is-4 
-+ty-j^ ]t+ y } - 2-^ D7 x=;H -N' -7nt>)U*U7 (70 
mg). ^^7U^A C54mg). ( 39u l) ^N,N-y7^M 75 

K (2ml) KlStfLMT-ttfttfLfc. *J£T*tt*«*LT»S*ifc»a 

^ y " jK2 O/DTI^yU^nvh^^^iariiiU 
^^(Dit^^S 5:35m g, ^50 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 8 (t, J = 7. 6Hz, 3H). 
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1. 46 (br, 2H), l. 5 4 - 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H). .2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 32 (d, J=2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s , 1 H) 

^MMl 36:N-r2- *pp-4-((7-* N^>- 6 - f2- (4-*^ 

(N- {2-^OD-4 - [(6-hFo + y-7-^ h^~>- 4 -^±VU ~ 
;W) ^S/] 7jc-;H -N' (5 0 Omg), mmtlVOA (8 

57mgh 1, 3->'7-Dt7 0 o/0 (0. 5ml) £N, N- v^^l^UA 

t^k (5mi) iz®mLm&-?3mmm&Ltzc mmrmm^^Lxm<bti 

tzm£lZ7k&m?L, ^□□^A/2-7'n/V-;i/ (4/1) TtttBL^c W 

N — (4- {[6- (2-7*ntXh + y) _7-^j^>_ 4 _ 
*:J-\/»J -;i/J ^->} - 2 □ n;7a:-;M -N' -7°nhf;i/^7 1/7^4 5 
lmg, JK^7 l%Tf#7Co N — (4- {[6- (2 —y'U^JL h=Ei/) - 7 
h^i^-4 -*^v*'J ^-^->} - 2-7oo7x-;W -n' 
<?UT (5 Omg), ^i*U7A (4 0mg), N-*^;HrT^;/> (50// 
1) £N, N-y^fj^A7 5 h* (1ml) fCfgfl? L^r&T— 0&flR# L7c. 

SLT»e>n^SS$ £^ □ □ jftJUA/* ^ y — ;UTJg^T5 -> U j]V)V& n ^ h 
^^-KJzOHUKU 81©^S2 0m gl iRsp 4 4 %Tt#7c. 
1 H — NMR (CDC 1 3 , 400MHz): (50. 98 (t. J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1 H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1H), 8. 6 2 (s, 1H) 

li^fri (ES I —MS, m/ z ) : 5 2 9 (M + + 1 ) 

aafigill 37 :N--r2-* DD-4 ((7-* h*->- 6 - [3- (4-*^Jl 
^D^^->1 -4-^V'J-;U} 7xZJM — isr ' --/ 

P fcf;Pfr 1/7 

(N- (2-^700-4 - [(6-th'D + y-7-^ h^v-4-^^-yiJ - 
;W ttzs] 7xZJH -N' (5 0 Orag). mWL%VO& (8 

5 7mgK 1, 3-y7Dt^D/t>(0. 5ml) 5N, N-y/^MM 

ran (5mi) izmmvm^3mmmwLfz 0 MmTmm^m^vxn^n 

7cSI£fZ7j< ^dd*W2 -7°n/w-;u (4/1) Tra/iSL^o W 

rJWm&L. N — (4- {[6- (3-^nqEyo#^'» -7-^N^5>-4 
-+t 1 /U^;i/] ^~>} - 2 nn7xz;M -N' -^ntf^^U7^4 
5 1 mg. JR^7 1 %Trmrz 0 N- (4- {[6 - (3 - ^D^ntf*^) - 7 



f^>--4-+:^/<J-;i/) -2-^DD7i-jH — N * -7* n 

fcf;i^U7 (5 0mg), m&Ljj\JV& (40mg). N-*^;>tf^^> (5 
0^1) £N, N-y/fMM75F (1ml) tS^UMT— ttflKi* L 

'H-NMR (CDC1, , 4 0 0MHz) : <5 0. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8- 1. 6 4 (m, 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 5 3 (b r, 2H), 2. 7 1 (br, 2H), 2. 11-2. 1 7 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, 3 = 2. 7H 
z. 9. 0Hz, 1H), 7. 31 (s. 1H), 7. 31 (s. 1H), 7. 52 
(s, 1H), 8. 25 (d. J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 
H*##tM (ES I -MS, m/z) : 5 4 3 (M + + 1 ) 
^MffiJ 1 38 :N- (2 □□- 4 - (r7 -pt 6 - (2 - fcf 'J 

-4-^t-/'J r;^y| -7jc-;1/) -n' 
JE£f (N — {2-^DP-4-[ (6-bKD + J/-7-^h + -/-4-4:t 
y»J-;U) ^y]7i-JH — N' 80mg) ,^B6* U 

(I38mg). 2- (i'DD^W tf'J v>i£igi& (41mg) ^N.N-v'pt^ 
^ A75 h * (lm 1 > £&#U20rT3l^|BJi»#Lfc. Kfofe&miZTtltlja^ 
*7UU-fc)\,l*-7un;-)\, (3/1) Til&fflLfc. #«S£fc#fljftlg:hHJtf 

{fc"&^£54mg. JR^55%Tfcjfc. 

'H-NMR (CDCh, 4 0 OMHz) : 5 0. 9 1 (t, 1 = 7. 6Hz, 3H), 
1 . 5 1-1. 5 8 (m, 2H), 3. 17-3. 2 2 (m, 2H), 4. 0 2 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1 H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. OHz, 1H). 8. 5 5 - 8. 5 7 (m, 2H) 
nmftm& (ES I -MS, m/z) : 4 9 4 (M + + 1) 

ZZffiMl 39:N-(2-* OD-4-ff7-;* h^~>- 6 - (3-^JUfri) 
T 

M*^ (N — (4- {[6- (3-7"D^^) - 7 h^v-4-^^-yiJ 
- -n* -raWl/T, 54mg) ,m& 

#U^A (138m g). ^E;M*»J> (0.017ml) $N,N-^fM;i/A75 K (l 
ml) £&#Li20t;T3B^ffi#Lfc. KJft^WCTKfcJn*., ^dd*;ua 
-yn/\V-;i. (3/1) -TffltBLfco W«g£fc^Bg^MJtfAT&tflU 
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g, »77% 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 l (t, J = 7. 6 Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8-2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3Hz, 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m, 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. OHz, 1H), 8. 54 
(s, 1H) 

nmftffim (esi-ms, m/z) .-530 cm + + d 

iSOfSffJ 14 0 :N- {2-gQO-4- f(6 - (3 - ( 2 - b: K D^->x^ ;|/) 

-n' -ypb°;Pr>i^7 

(N- (4- {[6- (3-^O^E^D^S/) - 7 -;* 4 

^-v/U-;i/]^->} - 2-^do7iz;w -n' -yntf;u-j7UT, 51m g) , 
m&LtiWl* (68m g), 2- (*^;U7^/) x^y — ;u (i5 mg ) &n,N- 
y^fJ^M7 5K dml) (C^fi? L80tT 3 mf*m& Lfz, Kfom&mz 
7kZ1]Q^ >7UU*)l2±-7°Urty-)V (3/1) TfflffiLfc. 

fee 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 5 (t. J = 7. 6Hz, 3H), 
1 . 5 3- 1. 6 2 (m, 2 H), 2 . 08-2. 15 (m, 2 H), 2 . 30 ( s , 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7 . 1Hz, 
2H). 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J=6. 3Hz, 2H), 5. 06 (t. 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

^mmi4 1 : N- (2 - {f6-^K=^^-7- 

* 7iZJ|/) — N ' -!7°Pfc:;UfrUT 

mm (N- {2-^7DD-4-[ (7-tKD+y-6-^h + y-4-=! i y 
U;U) t+y]7xi;H -N' 80mg) £A (13 

8mg), 2 - 9uu*3-)V\f.W>i&mM. (4lmg) £N,N-^*3MU*;i/A 
75K (lml) (C?^L80'CT3B#rM^U^:. EJfcSg^BJfcTkfcSD*., ^ P 
P^;UA-yn/\V-;i/ (3/1) TifittlLjfc. W«g«£*S7KM^ h U vAT 

^>£8lmg, W82% Tt#7c„ 

'H-NMR (CDCh, 4 0 0MHz) : (5 0. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (del, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 
(dd, J=2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s. 1 H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz, 1H), 8. 25 
(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6H z , 1 H) 

JtS##Tte (E S I -MS, m/z) : 4 9 3 (M + + 1) 

mtHm 1 4 2 : N- (2 -^PP- 4 - {f6 - >t h^5>- 7 - ( 3 — bf U 5/;U 
^h^v) - 4 -^7 U;Ul^-^-f>} 7x3) — N ' -y°U bfjl/fr 1/7 

l§C£f (N- {2-^PP-4-[ (7-th*D4 : y-6-^h=t : y-4-4 i ; 
U;U) -N* -yPhf^-^U-T, 80mg) ,^Sfc;*7 U £A (13 

8mg). S-yDD^^Uf'Jy^^ (4lmg) ^N.N-v^^Jl/zftJUA 
75 H (lml) Kig#L80t;T3l5HJft#L£:. S^S^H7k*in^L. i'P 
p*;ua-:/pav-;u (3/1) Tfttmufc. Wil^^rathUOAT 

U70rag, iK^71%T# 7c. 
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'H-NMR (CDCh, 4 0 0MHz): (5 0. 97 (t, 3 = 7. 3Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s. 
2H), 6. 47 (d. J = 5. 4Hz, 1 H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz, 
1H), 7. 32 (dd, J = 4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1 H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
liMII (ESI-MS, m/z):4 9 3 (M + +l) 
^ftfiff] 143 : N- (2-^DD-4 - (T6 K^->- 7 - (4 - fcf'J 

-4 u;ui^'>} -n' -7°nbf;p^U7 

(N — {2-^DD-4-[ (7-th'D + y-6-^h^y-4- + / 
U;U) 31- Jl] — N * -yatf;U^l/T. 80mg) ,^#iJr>A (13 

8mg), 4-^PDpt^Hf U^*>^m (4lmg) £N,N - 
X3- H dml) (3jg^U80t:Tr3l^^m^LAco £j£^#HC7K£;0n;^ £n 

(3/1) T#}£iJL£o «^^te 7 j<^^ h .jr> AT 

'H-NMR (CDCI3, 4 0 OMHz) : <5 0. 9 7 (t, 3 = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 1Hz, 12. 9H 
z, 2H), 4. 0 5 (s, 3H), 4. 8 6 -4. 9 2 (m, 1 H), 5. 3 2 (s, 
2H), 6. 48 (d, 3=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, 3 = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, 3 = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

nmftVrm (e s i -ms, m/ z ) : a 9 3 (m + + 1 ) 

m&mi 44:N-(2-^PD-4-fr6-^ N*~>- 7 - (2 -^UxN'J 
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mm (N — (2-^DD-4-[ (7-kFD + y-6-^h + y-4- + y 
U;10 t+y]7x-jH -N' -yPtf^-^7U7, 100m g ) USA (l 

72mg), 1,2 -> f ^nqEX^> (0.086m 1 ) ^N.N-y^^WMTS h' (l 

mi) izmML^T*3mmm&Lfz 0 Kmrn^mzj^m^ ^d*h- 

yp/NV-;U (3/1) TttffiLfc. **i*«*«lth"J.«>A-p«»L, M 

ffiT?g^^@SLTf#e,n7c^^^X-x;PT^#L, (N- (4- {[7 



D71 -^ - N ' -7 8 DWy 7 ) f mft % »H*iJH,A (I38mg), 

=E)\sfcV> (0.17ml) $N,N-y7?WA7$F (lm 1 ) (I^LSO'CT 
2B#raaiJ$Lfc. SJftSg-&4&K:7.fc£JnA, £ □ P*;;i/A-ya/NV (3/1) 

'H-NMR (CDCb, 400 MHz): <50. 91 (t, 3 = 7. 6 Hz, 3H), 
1. 5 0 - 1. 5 9 (m, 2H), 2. 5 7 (t, J =4. 6Hz, 4H), 2. 
8 8 (t, J =5. 9 Hz, 2H), 3. 18-3. 2 3 (m, 2H), 3. 6 8 
(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 

9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 

3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2. 7Hz, 9. 

0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1 H). 7. 34 (s, 1H), 

7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 

nmttvtm (esi-ms, m/z) .-515 (m + + d 

mmmi 45 :N-r2-gnn-4-M6-;* h^.>- 7 - r2 - ( 1H - 1 . 

— N ' -yDk!;i/^l/7 

(N- (2-^DD-4-[ (7-kh'D + y-6-^h + y-4- + y 
U;U) t^y]7x-J|/) — N ' -T'DWUJ, 80m g) ,m&* 'J O A (13 
8mg), 2 - (1H-1, 2, 3-F'J7V-Jkl-<JW If^ 4-^ 
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1 -^>-t?>X)l,7*j— h (59mg) ^N.N-y/^WAJiH 

ami) izmmLnowsmmmftLfz. Kfom&miz**^. ^ddm 
A-yn/w-;p (3/D -vrntiiLtz. ^mm^mjK^m^bvoA^tmL. 

PLCCTfSL, £tm<D{t&%}$:92mg. J«92%Tf#£:„ 
'H-NMR (CDCh, 4 0 0MHz): 50. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2h), 4. 0 1 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H>, 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
UiMfi (ESI-MS, m/z):4 9 7 (M + +l) 

mmmi 4 6:N-r2-frpp-4- ({7-r2 - (ih-i --r$y/u;i.) 

»4 (N- {2-^PP-4-[ (7-th'P + y-6-yh + y-4-^; 
U;U) ^y]7i"JH — N ' -yPlf^^UT, 80mg) V A (13 

8mg), 2- (1H— 1 —i^^VVJU) 4-^5^;U- 1 -^>-ti>7 N 

(59mg) ^N,N-yyfj^M7 5K (lm 1 ) (Cjg«?Ll20 
tT5^»Lfc. ^^^#KZ7jc^*fl^, ^on*M-/DA/-^ (3/ 

f#en7t^$^, ^oo^A-^^y_ j i /TS ^^ H p LC | :Ti |j L/i g| 

'H-NMR (CDCla, 4 0 0MHz) : <5 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0- 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1 H), 7. 14 (dd, 3 = 2. 7Hz, 9. 

OHz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 

J = 9. OHz, 1H), 8. 5 8 (s, 1 H) 
B*##rM (ES I -MS, m/z):4 9 6 (M + + 1) 
gg»Jl 47 :N- (2 DP- 4 - {f7- 

(N- !2-^DD-4-[ (7-tKn+i/-6-^^i/-4- + ; 
U;P) t*y]7iz;H — N' 80mg) ,^^7iJr>A (13 

8mgh 3 -yn=E- 1 -y PA v-;i, (o.027m 1 ) £N,N-^*?-;U*;kk 
75 K dml) fCi§«?Lm®Tl8l^Ka^Lfc. Rfem&®\Z7k&tiajL. ^p 
a*;UA-yp/\V-^ (3/1) TJfiaiLTCo W«B£&*fi£&:f-MJtfAT?' 

WTSHPLCfCcfcOfiMKU StH<7><t;£#/£94mg, iWl00%Tf#£. 
'H-NMR (CDCla, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1 H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1 H), 8. 20 
(d, J = 9. OHz, 1H), 8. 42 (d, J = 5 . 4Hz. 1 H) 
mmmi 48 :N- f2-^PP-4- ({6-*h^-7- [2- (4-*^ 

;utf^7^y ) ih^y] -4-^yjji/} a-=E-» y^-)V\ -n 1 -ype 

JSC** (N- (4- {[7- (2-7DtIh + y) - 6-^h + y-4-*yiJ 
)V1 -2-^DD7i3) — N ' -^0^1/7. 5 Omg). ji*g£ 

#U£A (1 3 8mg), l-/?;i/tf^7^> (0. 0 5 5ml) ^N, N-y 
/f;^;PA7$ K (lml) 8BSffflffit#L;fc. 
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*zmz., ?un*ji,A-7n/w-ji> (3/1) TiiuLfc. 

U 5 4mg, JR^ 1 0 0 %Tf#7i„ 

1 H — NMR (CDC 1 3 , 40 0MHz): SO. 92 ( t , J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t. J=4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz. 2H), 4. 7 5 -4. 8 5 (m, 1 H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd. J = 2. 7Hz, 9. 
0Hz, 1H). 7. 14 (d, J = 2. 7Hz, 1 H), 7. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5.1Hz,lH) 

nmftvtm (esi-ms, m/z) .• 528 (m* + d 

^flEflHl 49 : N- (2-^dd-4 - {T7- - 
6-^hty-4-^;u;^>-l -7x-;l/) -n' -^u\d)VO^T 

ISC** (N- (2-^on-4-[ (7-bHD+i/-6-^^y-4- + y 
U;U) -t^iy)yjL~)V} — N' -^ot;^l/7, 80m g) ,#?B&;frU£A (13 
8mg), 2-ypqEX^y— ;U (0.021 m 1 ) $N,N-^f^A7 5h' (l 

7°OAy-;U (3/1) TfflttlUfc. W«***l7K5(£g|^hU^ATSS«L, M 
ffiTiS&£:@5feLT*§£;ft.&8££\ ^ DP^A/^ /— ;UTMWT-5HPL 
Cfc«fc0ttSBU £cjgCOffc^£80mg, iRsp905gT»fc. 
1 H — NMR (CDCla, 4 0 0 MH z ) : 5 0. 9 6 (t, J = 7. 6Hz, 3H). 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J = 4 . 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1 H), 6. 
77 (d,J=8. 3Hz,lH), 7. 08 (s, 1H), 7. 08 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d. J = 9. 0Hz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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mmmi 50:N-(2- ^na-4-f(7-(2-f 

— N ' -yDhf^^I^T 

JIC» (N- (4- {[7- (2-^ih + .» -6-* K^>- 4 -* y 
U;P]**-» -2-^007x-JW — N ' -^Otf^^Ur, 50mg) J*g£ 
tlVV2* (138m g), 2- (^^l/7Sy) x^y-;p (o.040m 1 ) £N,N- 

y^fM;^7$F cimi) \zmmvm,UT*immm.wi>tz 0 Km%&mz 

7kZ$n^ ^nn^A-^n/V-^ (3/1) TffiffiLfc. 4Ttt/i&4g*fijg 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3h). 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, 3=2. 7Hz, 9. 0Hz, 1 H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1 H), 8. 24 (d, J 
= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

mmftffim ces i -ms, m/z) .-503 (m + + d 

HMffJl 5 1 : N- (2-^PO-4- {f6-pt S^->- 7 - (3-^;U7ftiJ 

JgCft (N — (4- {[7- (3-7"Dt7'D^y) - 6 -*h^-4-^ 
/U^]**^} - 2-^DP7xZJW — N ' -yPtf;U^7UT. 52mg) ,^ 
K^U^A (138m g), : E;i/^U> (0.044m 1 ) $N,N-y^?;^A7$ 

k dmi) izmffiL^i&T-ismmmwLfz, Rs^m^mz^imx. znn* 

)UA-y'n^y ~ju (3/1) TflbffiLfc. #«0£&*fi&&^MJ#AT&i8 

23m g. iR¥449£Tf#jfc. 
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'H-NMR (CDC13, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 

1. 4 9- 1. 6 0 (m. 2H). 2. 02-2. 11 (m, 2 H ), 2. 40- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9 Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H). 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J=9. 0 
Hz, 1H). 8. 42 (d, J = 5. 4Hz, 1 H) 

mmmi 5 2 : n-[2-^do-4- (6-^k4^>-7 - ^3- u-*^ 

^e^^fxy) 7°n^^ ^i-4-^y u;i/} 7xzjm-n' - 7 - D e 

mm (N- (4- {[7- (3-^^D^5/) -6-^K^v-4-^ 
/U;U]^^} -2-^DD7x-^) — N ' -y'aldJ^UT, 52mg) ,« 

»*u*a d38m g), 1 -y^;ue^~>-> (0.055ml) * n ,n-s>,*^;p 

k ami) izmmi-^u-vismmM&Lfc, Km^mz7^im?L. 

(3/1) TfflttJLfc. ^«S£M*«|£BS:*-MJtf 

'H-NMR (CDCh, 4 0 OMHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 0 2-2. 10 (m, 2H). 2. 2 3 (s, 
3H), 2. 3 0- 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3 -4. 9 2 (m, 1H), 6. 
40 (d, J=5. 1Hz, 1H), 6. 69 (s, 1 H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1 H), 8. 19 (d, J = 9. OHz, 1H), 
8. 42 (d, J = 5. 4Hz, 1H) 

nmmnm. c e s i -us, m/ z ) 542. (m + + 1 ) . 
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mmmi 53 N-n-znn- 4- (6-* h^->- 7 - ir3- (1 h-i 

2, 3-h 'J77-^-i-f;p) -7°o^^->i-4-^y u;p} -7 -r 

HU7V/-;K0.41ml), 1 -^a^-3-^DPyDA°> (0.79ml), BOit^ 
h^^5 : -;i/T>^-^A (lOmg), £«fctf 3M*Ifcfc^MJtfA*JgiR (lml) 
&7th> (10ml) KigtfU 50 , CTl8l^W«^Lfc. SJfcS^fcTKSftlA, 

ML. (327mg) 

HC£f (N — {2-i7UU- 4-[ (7-t + h*->-4-*/ ,j 

;U) 3-*->]?x-;U} — N ' 80mg) JSK^U^A (138 

mg), MJfiO^ra* (43mg) &N,N-iS*?-)l,7fr)l,A7S. K (lml) 
U80*CT3P#raffl#Lfc. Effiig^fclCTfcSrSoA, 

(3/1) TfcUiiiLfc. WaiSSasTKfiSK^hg^ATftiRL, MEETjg^^g 
U &!B<D<t'aQo : & 5 4mg, iR^52%Tf#7t. 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9- 2. 5 8 (m. 2h), 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz. 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd. 3 = 2. 7Hz. 9. 0Hz, 1H), 7. 19 (d, 3 = 2. 
7Hz, 1H), 7. 36 (s. 1H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, 3 = 9. 0Hz, 1H), 8. 47 ( d . 
J = 5. 4Hz, 1H) 

nmftffim (ESI-MS, m/z) : 5 1 1 (M + + 1) 

mmmi 54:N~r2->7DD-4- ({7-F3 - (1H-1 S^V»j;i,) 
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-T a & y-;U(680mg), l--7*D^E-3-^nn7°D/\°> (0.79ml) , 3 ^ftr" 
V 7 )V7 (lOmg), fc«fctf3Mzk&fc^MJ£A#»»i (lml) 

£7ilN> (10ml) Hig#U 50t;Tl8»#P^# L7c 0 K^S^ICtK^JqA. 

«U *|BJ# (1- -1H — fS^y-jk 525mg) * 

WM (N- (2-^DO-4-[ (7-th*n^y-6-/h + y-4- + y 
U;U) t^->]7i-;W -N' 80mg) ,^K*U^7A (13 

8mg), tfjizBcD^rBl^ (42mg) ^N,N-y/fMM75 F (lm l) Idjg 

)\> (3/1) TttfflLfc. W^Jf ^^fc^^MJ^AT^U «£ET8?»E* 

'H-NMR (CDCb, 4 0 OMH z) : <5 0. 9 1 (t, J = 7. 3 Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 -2. 3 6 (m, 2h), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t. J = 6. 8Hz, 2H), 6. 39 (d. 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8- 7. 0 4 (m, 2H), 
7. 12 (d, J=2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz , 1 H) 

155 : N- (2-^Dd-4-r(7 - (2 -VJ (2 - h Ka^->X^ 

7$y)xh^-» -6-^h^y-4-^;uji/) ^-=¥'>iyx.-ji} -n 
' -7°aWi/7 

JRW (N — (4- {[7- (2-70^Ih + y) _ 6 - * h 4^ 4 - y* 
U;U]^->} - 2-^OD7x"Jl/) — N ' -7u 50mg) 
ftWA (i38mg), i-/^;i/t:^7i;> (0.055m 1 ) sn.n-^^utIn 

^75 H (lml) {-£#L£ffiTl8B#P B 1ffi#L£. KJSig^&fcTkfciJn*., 
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^□□*;UA-yn/\°y-;U (3/1 ) TiftttiLfc. Hj 9 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 2 (t, J = 7. 3 Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 7 4 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H>. 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1 H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J=2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

mmmi 5 6 :n- ( 2 □□- 4 -r (7 - o-rs? C2-l kd^->x^ 

Jgr^ (N- (4- {[7- (3-^D^E^O^^v) -6-^h^~>-4-^ 
/U;i/K^>} -2-^do7xzjW -N" -yn^^UT. 52mg) 
mtJWA (l38mg), ^X^y-;i,T5> (53mg) £N,N- 
75 K dm 1 ) ^?§^L^Tl8B#rM^L7to £^£#>(C7K£2inA> 
□ *;UA-ya/ty-;U (3/1) Ttefct}LZr 0 ««^M7j<^^- h U DAT 

'H-NMR (CDCh, 400 MHz): 50. 89 (t, J =7. 3Hz, 3H), 
1. 4 6 - 1. 5 6 (m, 2H). 1. 9 7-2. 0 5 (m, 2h), 2. 6 3 (t, 
J = 5. 1Hz, 4H). 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, J = 4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 1=2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 

nmftVrm (es i-ms, m/ Z ) .-547 (m + + d 

mmmi57 :N- {2-*c m-4-r (7- (3-f(2-hHD^yX^;b) 

(*^;p) T $yiyp^^s» -6-* k^->-4-^/ u;t,) ^-^^ ^-r- 

mm (N- (4- {[7- (3-7o^n^y) -6-*K3->-4-* 



-2-^nn7^-;U) — N ' -yntf^UX, 52mg) ,m 
mt/VyA (l38mg), 2- JL?y-)\, (0.040ml) £N,N- 

y^fj^A75K (lml) izmML^-VlsmmmW L7to S^jig^fc 
7jc^nx. ^np^M-^D/W-Jb (3/1) TtaitlLTto #a®^M7]cSS 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1. 4 5- 1. 5 9 (m, 2H), 2. 05 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J=5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J=6. 8Hz, 12. 9 Hz , 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 40 (d, J = 
5. 1Hz. 1H), 6. 79 (s, 1H), 7. 03 (dd, J=2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

mmfttitm (esi-ms, m/z) : 517 (m + + d 

mMM 1 58 :N-r2-^na-4 - ({ 6 - ^ h=fr>-- 7 -T4 - 

h'JTy-;K0.41ml), l-7Dt-4-^DD^> (0.93ml) , B^ikrh 



T-th> (10ml) £iSfi?L. 50t:Tl8B#W^L^. ' Rfom&mz&&tin?L. 




-^A (lOmg). *3cfctf3M*gMb:*- MJ^AzlcJgifc (lml) * 
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«U + (4-^DD7'^;i,) -1H-1, 2, 3-HJ7v/-;k 

314mg) £f#£,> 

IRS- (N- {2-^PP-4-[ (7-kh'D^>-6-^ j.^,>_ 4 _^ y 
t+y]7iZjW — N ' fcf;l^U7> 80mg) JBKrtU^A (13 

8mg), «5Jji©«t>(IH^ (48mg) 4N,N->^^WA75K (lm 1 ) »cS 

;p (3/1) T«£tiL£ 0 W«*^^*«EK^-K«J^ATS£i»L, «BET««E* 
SiLT^SnfeSS*. a / **/-;UTJSffl"r<5HPLCk:«fc Ott 

^H<£>fb£-^£:42mg» iK^40%Tf#7t. 
'H-NMR (CDCla, 4 0 0MHz): 50. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H). 1. 8 8 - 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5 . 9Hz, 2H), 4. 55 (t. 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, 3 = 2. 7Hz. 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H). 8. 26 (d. 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

mm^mm (esi-ms, m/ Z ) : 525 (m + + d 

nmmi 5 9 .• n- (2-^00-4 -r (6-* s^^-7- (rs- cih- 

1. 2, 3 - h'J7'/-;i /- 1 --r;u) ^>^;m^-^->} -4-=Eyj;u) a- 
^•»7iz;n — N ' -ynfcf;u^U7 

NUTV/-;U(0.41ml). l-yn^-5-^7DO^>^> (1.0ml). 
h^'^T^-^A (lOmgh 43«fctf 3M*Kft:fHJtfA*JSiBE (lml) 

$rTiih> (lomi) izmtRL. so^T'ismmmwLtz. Kmm^mz7^nux. 



WO 00/43366 



PCT/JPOO/00255 



- 144 - 

W (1- (5-^dd^>^-ih-1, 2, 3-hiJ7>/-;k 

390mg) 

mn (N- {2-^nn-4-[ (7-k h*o+y-6-^ f^>_ 4 _^ j 
^+5>]7x-;U} — N ' -fU\fi)V^VT. 80mg) U (13 

8mgh HuizliCD^F^ (51mg) £N,N- y^^WAJS K dm 1 ) 
^bSOrTS^m^Lfc. S^^iCTK^Jp^., fno^A-yo/V- 
;U (3/1) TteffiL^. ^S^^K^^-hU^A-e^L. MffiT?£$££ 

' H - NM R (CDCh, 4 0 0MHz) : 50. 92 (t, J = 7 . 6Hz, 3 H) , 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4h), 3. 21 (d 
d, J = 6. 6Hz, 13. 2 Hz, 2H), 3. 9 4 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1 H), 
7. 03 (dd, J=2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1 H ), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1 H) 
ftfi##rM (E S I -MS, m/z) : 5 3 9 (M + + 1) 

mmmi e o N-r2 □□- 4 - ({7-r4- (ih- 1 — rs^vu ;u) 

OUT 

-r^^y-;K680mg), l-7*0^-4-i;pn^> (0.93ml), 3 Oit^T h 
^•J^frTy^-Ol* (lOmgK ^J;^3M7K^k^h'J^A7KM (lml) £ 
7-feK> (10ml) KfgfilU 50t:Tl8^rOT^Lfeo ^Jfo^l^^K^nx., 
^ on^;i/ATiilj L7c<, mmm^my^m± b U ^A«L, MJ£Tig$g£ 

»!U ^reW (1- U-fiUW?^)],) - lH-<$^/-jk 756mg) 
7Co 
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JM& (N- (2-^DD-4-[ (7-tHP + 5/-6-^^J/-4- + y 
t*'>]7i=Jb) — N ' 80mg) (13 

8mgh *3cfctfH&jffi0fM# (48mg) ^N.N-y^^MJI/AT^ K (lm 1 ) 

S-)V (3/1) Tfflfflkfc. W»*£&*iilEK±HJ#AT<£*U MflETHS 
*££e*L-a»£nfcgS££, ^no*;kk / *^/-;i/TJgprr*HPLCK:J: 

'H-NMR (CDCla, 4 0 0MHz) : 6 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H), 1. 9 8- 

2. 08 (m, 2H), 3. 25 (dd, J = 6 . 8Hz, 12. 7Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz. 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m. 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H). 7. 08 (dd, J = 2. 9Hz, 9. 3Hz, 1 H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1 H ), 7. 58 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

^flfiffij 16 1 : N - (2-^pq-4- {f6-^h^-->-7 - (4-fcfij 

*y*is) - 4-*j-yij-)i]**is} 7x-;i.) — n ' - (2. 
stay 31- ji) ryuy 

Mm (N * - 4-[ (7-hKD + y-6-^K^y-4-^ 

^^'J-^ ^^Pi-;H -N' - (2, 4-J?7MD7i-;W 
7\ 80mg) J^#'J»>A (l38mg), 4-^DD^5 1 ;Hf ij->->^g ( 4 
lmg) ^N.N-y^fMjPAJSK (lm 1 ) K»#LMTl8B*HiS#L 
£0 SlKSIg^^tTK^SoA, ^od/Jn^a-^o/W (3/1) TlffitfiLfco 

'H-NMR (CDCh, 400MHz) :< 54. 03 (s, 3H), 5. 46 (s, 
2H), 7. 03-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d. J-6. 9Hz, 2H), 7. 56 (d J_ 
2. 7Hz, 1H), 7. 61 (s. 1H), 7. 95 Cs, lH ), 8. 09-8 
18 (m. 1H), 8. 19 (d. J-9. OHz, 1 H), 8. 57 (s, 1 H) 
8. 63 (d, J-6. 9Hz, 2H). 8. 81 Cs. 1 H >, 9. 30 (s 
1H) 

- — - — 112 — *h=fy- 7- (2-T-)l7fcti 

mm (n- - Kz-9uu- 4- ( (7-hHD*5<-e-^ + j,- 4 . t 

T. lOOmg) ,»^A ( 857mg) , (0og5m]) ^ 

N.N-J^^** AT5H (lml) lmMVm&Timmm ^ 

*•!=****. JODWA-yo/V-A (3/1) TtfflLt. 

***** h U 5AT«L, «ET*«*S*LT»6*ifca**x- ? AT 
+M« ( N - (4- { f7 - (2-7D«h^) - 6 -*M^- 

4-*^/. J=W ^, - 2 - ?Dn7l=JW _ N . _ (2> 4 _„ y)v 

* D7l -* ) * U7> Sf#& - (I38mg), 
(0.05n,l) tN,N-«M**A7SI< dm 1 ) CS*l,MTl8IMMU|i 

'H-NMR (CDCh, 4 0 0MHz): J2. 5 4-2. 6 3 (m, 4 H) 2 

8 5-2. 9 4 (m. 2H). 3. 6 6-3. 7 3 (m. 4H), 3. 9 7U 
3H). 4. 2 5 -4. 3 2 Cm. 2H>. 6. 7 7-6. 8 8 (m. 2H> 7 

09 ( S , 1H), 7. 14 (dd. J-2. 7Hz , 9 . OHz, 1H), 7 
2 5 7 (s. 1H). 7. 2 6 4 (s. 1H). 7. 44 (s. 1H). 7. 90 
-7. 99 (m. 1H). 8. 22 (d, J = 9. OHz. 1 H), 8. 56 (s 
1H) 
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mmftffim (ESI-MS, m/z): 5 8 6 (M + + 1) 

^mmi 63. -N- (2-^DD-4- {F6-* h*is- 7 - O-^afriJ 

J-JutS*^) -4 -3-rW-M-**ri/} 7ju-)1) -N' - (2, 4 -fx 

(N- (4- {[7- (3-yD^yo7t?+5» - 6 h*is- 4 
t!/'JZ^]t*'>} - 2-^DD7xZjW — N ' - (2, 4-j;7WD7 
xX)|/) ^U-Z. 59mg) ,mmiJ l J^A (857mgh =E)^0> (0.043ml) £ 
N.N-y^WMT^ K (lm 1 ) fcigflPL^iSTlSBf PBm#L7co KfoU 
&mz7k*1mx., i70D^A-7'n/V (3/1) TtttBL/r. 

#U SiS<EKt-£#y£:53mg, JR^89%Tf#7c. 

'H-NMR (CDCb, 4 0 0MHz): 52. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1 H), 7. 29 (d, J 

= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. OHz, 1 H). 8. 6 1 (s, 1H) 

K*##rM (E S I —MS, m/z ) : 6 0 0 (M + + 1 ) 

164: N-f2-^DD-4- (( 6 h4^>- 7 -f 3 - (4-^^ 

KM^VJ) 7°D^yl-4-WJ-Jl/} 7x-;H-N' - (2, 

JSC** (N — (4- {[7- (3-7*otyD^y) -6->h^->-4-^ 
•5-W-)\,pr*ri/\ - 2-2UU7 x.~)V) — N ' - (2, 4-> ; 7;U^-D>' 
x-;W) «^1/T, 59mg) ,j^^*'J^A (l38mg). 1 ->^;Uhf^^>?> (o. 
055ml) &N,N-y/fMM75 h' (lm 1 ) Izmffi- Lg^T-lSBf Fs1j» L 
/to ^^^-&#j(Z7j<$:in^., ^7DP/Js;UA-7 0 n/W-;U (3/1) Tffl£iiL£:„ 

— T^T&fc^U S@CD^-&^^r58mg, JK3395%Tf#7Co 
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'H-NMR (CDCb, 4 0 0MHz) : 6 2. 0 1-2. 1 2 (m, 2H), 2. 
23 (s, 3H). 2. 2 3-2. 8 0 (m, 8H), 2. 51 (t.'j = 7. 1 
Hz, 2H). 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
7 3 -6. 8 7 (m, 2H). 7. 13 (dd, J=2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s. 1H), 7. 44 Cs, 1H). 7. 91-8. 00 (m. 2H), 8. 2 

1 (d, J = 9. OHz, 1H), 8. 56 (s, 1 H) 

nmmi 65 :N- {2-^uu- A-\ {1 - f 3-r (2-fc KD^yl^) 

T$yi7°p^^y} -6-^h^->-4-^^-yu-;p) ^^1-7 

— N ' - (2, 4-y7^tD7x-^) ^1/7 
Kft (N- (4- {[7- (3-7*D ; E7°n^y) - 6 N;^- 4 -=£ 
tl/U^+y} -2-^DD^x-;U) -N' - (2, 4-i?7MD7 
59mg) ,&&ij*JV& (l38mg), 2- (^h;i/T^7) X 

(0.040ml) ^n.n-v^^wajs f dm i ) »c«»lm"ci 
8H£fBJ«#Lfc. KfoM^mz7k&l}U?L. 2 anfrjiM.-y'tijw -)l (3/D 

nfc8££x-5\M/Tifc#U 5tHtf>te£-^£58mg, ^^100%-Cf#^c. 
■H-NMR (CDCh, 4 0 OMHz) : (5 2. 0 6 - 2. 1 6 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t. J = 5. 1Hz, 2H). 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 28 (d, J = 2. 
7Hz, 1H), 7. 37 (s, lH), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, 1 H), 8. 59 (s, 1 H) 
H««-#Hi (E S I -MS, m/z ) : 5 8 8 (M + + 1 ) 

mmmi 6 6 : N-r2-^DD-4 - ({ 6 h^->- 7 -f 2 - (4-p<^ 
;t/hf^^v7) Ih^yi-4-t;'JJW 7jcX;|/1-N' - (2, 4 

-y7MD7il^) frl^T 
0£f (N — (4- {[7- (2-7*D^xh + y) - 6- ^h^->-4-^y 
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U;U]*^->} - 2-^DD7i-;W — N ' - (2, 4->?7;^D7ai-;i,) 
01/7, 50mg) ,M*'J^A (138m g), l-^^;Hf^^v> (0.055m 1 ) 
SN,N-^^^;U3Jn;UA75 K dm 1) K»#LM-ei8BfHftMiL;fc 0 SJfr 

^^^7K€inA, ^□□^;uA-yn/iy-;u (3/1) Tfflfflbfc. ^mm 

T8fe»U ^H©fc£#j£48mg, HX^93%Tt#7^a 

'H-NMR (CDCh, 4 0 0 MHz) : 6 2. 31 (s. 3H), 2. 40-2. 
75 (m. 8H), 2. 95 (t, J=6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1 H), 
6. 8 5 - 6. 9 6 (m, 3H), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J=2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 9 4-8. 0 3 (m, 1H), 8. 
25 (d. J = 9. OHz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
mmWl 67 :N- {2->7UU- 4-\ (7- (2-T 
(*^;tO 7S7ixK4^} -6 h^y-4-4^y ^->17^-;H 

-N' - (2, 4-y'7MD7iZJW 1x7 

(N — (4- {[7- + - 6 - * «>- 4 - 

U^]^^} - 2 -^OD7HjH — N ' - (2, 4-y7MD7iZJW 
OUT, 50mg) .^l^U^A (I38mg). 2- (*^;!^7^/) X^y— ;U 
(0.040ml) ^N,N-y^f;^A7$h' dm 1 ) 1:8^1^18^ 
fflWLfr* Klfo^'&fy)\Z7k%:1m7i. 9 u D^l/A-yn/W — )l (3/l) -ett 

'H-NMR (CDCh, 4 0 0MHz) : (5 2. 44 (s , 3H), 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2H), 
7. 11 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, lH), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 

mmmi 68. -n- (2-^pp-4- a 6-* h^~>-7- q-^^ij 

tD7xZj|/) ^7 1/7 

(N- (4- {[7- (3-^0^0^-/) -6-* h*i/-4~* 
/U;P]t+^} -2-^DD7x-JW — N ' - (2, 4-y7^tP7iZ 
;W £1/7, 50m g) J£WtfjViy& (l38mg), ^Jl/*U> (0.044ml) £N, 
N-y/?WA7 5K (lml) £»#L£iSTl8l$IHMI#L£. Jxfo&G 
^KukSfln*., ^DD^A-yn/ty-ji/ (3/1) TJ£tfiL7c 0 ^mm&M 

'H-NMR (CDCls, 4 0 0MHz): 62. 0 6-2. 16 (m, 2H), 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J = 6 . 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2h), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1 H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 Cm, 1H), 8. 25 (d, J = 9. OHz, 1H), 

8. 4 8 (d, J = 5. 4Hz, 1 H) 

Mti&ffl 169 :N- (2 -^7 DP- 4 - {f 6 - ^ h 4^>- 7 - (3-bf'J^;!/ 
-4-^y'JJHt^yl yjL-Jl) — N ' - (2, 4-y7^tD 
7x-J[^) -71/7 

N- (2-^od-4-[ (7-tKn + y-6-^h + i/-4- + yjJW 
^-+^]7jc— ;W — N ' - (2, 4-y7M07x-;P) ^ U7 (55mgh 
^Bt^U^A (31mg), 3-tr=FU;^piJ (22mg) SN, N-v* 

fMJl/A7 5K (lml) IZMML, 80STlWTO£ L^. «JBET»*K^S5fe 

^n^SI^^X— 7Ml--m#U 3lgI<7Mb^£30mg, i«48%Tf#£ 
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'H-NMR (CDCb, 4 0 0MHz): 5 4. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 1 6 (m, 2H), 7. 3 1-7. 3 5 (m, 1H), 7. 4 8 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 
mffiMl 70 :N-f2-gDP-4-({6-j* h^->-7-T2- (1H~1. 2, 

3-h'J7'/-;hiHJH xh=^>i-4-^/u;u} 

N* - (2, 4 ->?7;U^-D7 frl^T 

N- (2-^DO-4-[ (7-hKn + y-6-^h + y-4-^;UJl/) 
■**z/]7 3L-)l) — N ' - (2, 4-'/7^P7z^;W (55mg) » 

^Se*U^A (31mg), 2- (1H-1. 2, 3 - h U 7" V/— 1 — ( )V) X 

4-^^;i— i -^>-ti>x;i/7t>^— h ( 3 6m g ) £n, n-^^* 

^75 H (1ml). tC}£fi?U 80STll^lwk«iLfc. MEET?£*g£M2; LTf# 

SSSX- ^TSfcr^U 3Slgtf>ffc£-&£46mg, M72%lTf#yt 0 
'H-NMR (CDCb, 400MHz):<54. 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. OHz, 1H), 8. 49 (d, J = 5. 4Hz, 
1H) 

nmmi 7 1 ,-n- (2-^h^->-4 - {[6-^h^^-7 - o-^e^u 

T 
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N-4- [(7-h^D + y-6-^+y-4-^/'J-;i,) **^] -2 
h*is7^-)l) -N' ~fu\i)V^VT (lOOmg), &m*VV& (1 
38mg), 1, 3-^D^n/t>(5 6mg) £N, N-y^^^A7 

(5mi) tc»*L^T3i^ra«^L)£:. mmTmm&&=£Litft$nrz 

;i^Sfei*U N— (4- [7- (3-^DtypjJ?^.» -6-^h^«>- 4 - 
*1-*SV=.)U t+y-2-^h + y7i-JW -N' -yntf;U^UT^5 3 
mg, JR*4 1 N — (4- {[6- (3 -7n^y'ntf*is) - 7 - * 



^l/T (50mg), jKK^U^A (60mg), N-*^;Hr?^s;> (100 
Ml) SN, N-i/^fMMJSK (2ml) lM^fitl6^» 

*S4LT#5ftfcS$$ /7 d □ *;UA/* * 7 -;UTJgF^T-5 -> U o 
V Ki^77-f-l:J: DttMU mmOit&WZ: 2 2 mg . iR*S4 2 SKT»£. 
'H-NMR (CDC 1 3 , 4 0 0MHz): (5 0. 97 ( t, J = 7. 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 6 4 (m, 1 H), 6. 65 (s, 1 H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1 H), 8. 1 
0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 

nrnfttitm (esi-ms, m/ Z ) .• 5 2 6 (m + + n 

gilMffiJ 1 7 2 : N - (2. 4-y7UD7i^) — N ' - (2 S^>- 
4- {[6- ^h=^^-7- - 4 - *± V »J ~ ;H 

^~^->} 7xZJl/) ^7 1/7 

N- (2, 4-i?7JPtD7iZJW — N ' -4- [(7-kHD + y-6-/ 
h + y-4-+^yj^) ^-^x] -2-^ h^^7i-;P-i7^T (3 7 5m 
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gh mmtlVOJ* (4 4 2mg). 1, 3 ->?ypqE7°n/t> (2 4 2mg) £ 
N. N-y^f;^A75h' (5ml) iZ®B LM"C 3 ff*|BJ«# Lfc 0 MJE 

i*U N- {4- [7- O-T-otyo^y) -6-^ h*«>- 4-4^/ 
t+->-2-^h + y7i-JH — N ' - (2, 4 ->?7WD7i- 
;U) 1 Omg, iR^4 5%Tf#£i. N — (4- {[6- (3-7*o^^ 

□ - 7 ^, >} _ 2 -^PD^i-;u} 

-N' -^Ptf^^l/T (130mg), MJX^7$> (0. 5ml), nEJI/ 
*U> (0. 5ml) £N, N-y7fMM75 H (4ml) fcigflPLSS 

yU*ir*J^D7 h^^-fi^OffigSIU *jB©Yk^$ 8 1 mg, iRsp6 

'H-NMR (CDC 1 a , 4 0 0MHz): 5 1. 9 7- 2. 0 0 (m, 2H), 
2. 39 (br. 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 

6. 3Hz, 2H), 4, 2 7- 4. 3 1 (m, 2H), 4. 6 2-4. 6 4 (m, 
1H), 6. 84 (dd, J=2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 

07 (m, 2H), 7. 2 8- 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 

55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 

74 (s, 1H), 9. 1 8 (s, 1H) 

Sf*##Tfi (E S I -MS, m/z) : 5 9 6 (M + + 1 ) 

mmmi 73 .- n- (2-* h^->- 4 - fre-^ n^->-7- 

'^^ n ^ -» -4-^yjJ^yl 7xZj^) — N ' -7-Dh^|/7 

(N — {4-[ (7-kFo^y-6-^h + y-4- + /ij^) 
- 2 h^->7ai-;U} — N ' -^D^l/T, 80mg) .m^'J^A (l 
38mg), 1,3 -iSZfu^zfuny (0.10ml) ^N.N-y^^WAT^ F 
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A-ypAv-^ C3/D xmtHLrz. hj*at<b*l 
*teT»«t««5SLT»6tifcaar ftx-^ Ttt » Li tin****. * m *. 

*»*U*A (l38mgh ^*U> (o.040ml) £N,N - V* 7 T 5 K 

dm I) icSilSaTHWMJI^Lfc, ISa&SSfcfc:****, * nD *,p 
A-yn/ty-;i, (3/1) TttffiLfc. h y * AT<6 a L 

>t o 

'H-NMR (CDa,,4 0 0MH2):fl0. 9 5 (t, J = 7 . 6Hz, 3 H ) 

1- 5 2- 1. 6 9 (m. 2H), 2. 06-2. 15 (m, 2H). 2. 43- 
2. 49 (m. 4H). 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J-6. 1Hz, 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3 
81 (s, 3H>. 4. 00 (s, 3H). 4. 24 (t, J = 6 . 8Hz, 2 H) 
6. 44 (d, J=5. 1Hz, 1H), 6. 68 (d, J = 2 . 4Hz, 1H), 
6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 
7- 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 

J = 5. 1Hz, 1H) 

mmMl74:N- (2-*K*.y- 4 - fr6-*^v- 7 _ (4 _ K „„ 

7x = JH -1ST -y DK ^, /7 
*» (N- (4-f (7- t Ho^- 6 -,^- 4 _ + yi;;W ^ 

2- ^ + y7xz;H — N ' 80mg) ,* M *.J^ A (l 
38m g), 4^DD^^,jj, >4|i([ (4gmg) £N,N-^^* ;l , A 

75h ' (lml) K**^»^i8l*MaWL;fc. Stf®*^****, *a 
D^A-^n/V-^ (3/1) TttfflLfc. **»^**K^ hU ^^ 

Wr*HPLCt=«fcO«f«L, SBOfll^^Bffig, iR*67*T»fc. 

'H-NMR (CDCb, 4 0 0MHz) : 60. 95 (t, J = 7. 3Hz, 3H ). 
1- 5 2- 1. 6 9 (m, 2H), 3. 24 (dd, J = 7. 3Hz. 12. 9H 
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z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m. 1H), 5. 32 (s, 2H). 6. 46 (d, J = 5. 4Hz, 1 H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2 . 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1 H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmmi i 5 .• n-x^-n- - (4- (r6-* h^>-7- (2-^jufr 
-4-^yu;w^yi -2, 5 -v* 3^)1,7 01^7 

WM (N-X^-N* - [4-[ (7-hHo + y-6-^h^y-4- + 
2, 5-y/^7x"jH £1/7, 76mg) U 7 A 

(I38mg). l,2-^D : EI^> (0.085ml) £N,N - > J ^3 1 ;U*;UA7 S 
K (lml) lzmmL£.fc-Vl8miBlM&LJt. Kt&m&QHZTk&lJQZ.* 7na^ 
)VA-7°uny -)i (3/1) TtttbLfc. W«B£&7kffiK:*-HJ£ATft« 
U M/£T?g$££gSLTf#£n£^££x— ^UTtfe^U ^ft: (N- (4 
- {[7- + -6-* h + y-4- + y'J^]t+y} -2, 

5-y^^7irjW -N* + ffl#, ElBSAUtfA 

(l38mg), : E;^U> (0.044ml) ^N.N-y^^^ATS K (lml) tc 

)V (3/1) T-mtHLfzo W«tJB«:487kfiSil^hU^ATKiftL, «£ET^fflES- 
a* LTffi. £ tt£8l $ * 9 o o A/* ^ y -^TSBBf SHPLCtc =k 0 mm 
U ^g0)Yt-&#j£:72mg, iK^73%"Ct#/to 

'H-NMR (CDCh, 4 0 0MHz): 61. 10 (t, J = 7. 3 Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9. Hz, 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1h), 6. 16 (s, 1H), 6. 2 
3 (d. J= 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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.17 6: N-[4- ({6-^h^->-7- r 3 - (4-^)^^. ^ 

(N- {4-[ (7-tKD + y- 6 -^ + y-4- + y IJ;W 
-2, 5-^^7x=M -N- -fu&VVUT* 80mg) ja*. J9 
A (i38m «), i. *N,N-5?*^,i,*;kfc 
73 H (lml) KStfLMTis^MafcLfc. Si6ffl^k:**JDA. *n 
n^A-7'OAV-;U (3/1) T*m&Lfc 0 fil^i«tI^U^t 
tt*U «ffiT*»««5SLT»6tlfca**, x-^Tfc*U ( N 
- (4- {[7- -6-^^>-4- + ;-JW 

'» -2, 5-v^^;^x-;U) — N' -yn^jwyUT) 4>P^ 
«**U*A (l38mgh l-^;Hf^^> (0.055ml) *N,N-^^ 
5 K (iml) K»*LMTi8#M«#Lfc. EfcSfcfcfcTfcfcjD*, 

(3/1) TttffiLfc. MJS 

ffc^4&£33mg. W31%Tf#7c. 

'H-NMR (CD CI 3, 4 0 0MHz) :<50. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 8 (m, 2H). 2. 0 7-2. 2 0 (m, 2h), 2. 12 (s, 
3H), 2. 23 (s, 3H). 2. 2 8 (s. 3H). 2. 3 3- 2. 7 0 (m, 
10H). 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 6 4-4. 7 6 (m, 1 H ), 
5. 9 5- 6. 0 5 (m, 1H), 6. 27 (d. J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9- 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 
42 (d, J=5. 1Hz, 1H) 

nmnrntiL ces i-ms, m / 2 ) : 536 (m + +d 

nmwn 7 n- (2. 4- ^ 7; ^ DTj - ;1/) _ N . _ f4 _ ({6 _^ K 

^^-7-r2- (1H-1. 2, 3-m7>/-^-i-^ Jb ) 
~^/U;U} -2. 5-y^^7x-JH>)l/7 

JR» (N- (2, 4-i?7^D7z^) — N ' - {4-[ (7-th'D^ 
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->-6-> H*->-4-*yy;io 2, 5-y^^7x-;W r>l/ 

7\ 93mg) (138m g), 2- (1H-1. 2, 3-hUTl/— 

JU-l—fJU) JL^)l 4- l-1><V>7>)V7*?'-h (52mg) * 
N,N-y/?MM75H dm 1 ) KjgflPUsolCT 1 5 B#P B ljt# Lfc„ S^SS 

sin ^DD^-yp/ty-ji, (3/D TttaLfc. mmmz 

30%Tf#£. 

'H-NMR (CDCh, 4 0 0MHz): 6 2. 10 (s, 3h), 2. 19 (s, 
3H). 4. 01 (s, 3H), 4. 51 (t. J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. lHz. lH), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, 1H), 7. 
36 (s. 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 9 9 (s, 1H), 8. 0 8 (dd, J = 9. 3 Hz, 15. 1 Hz, 1 

H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

mmmi 7 8 : N' - (2 4- {\6~* b*i/-7- 

1/7 

(N ' - (2-^DO-4-[ (7-th'D4 : y-6-^h^y-4- + 
^-yiJ-;U) t+y]7xZJH — N, N-y^f^I/7, 80mg) U 
£A (138m g), 1,2 d^x3?> (o.085ml) £N,N - 
75 K (lml) £®#LMTl8l$ISJfl&#Lfc. £J£i@-&«»»C7k£j&n*., 
P^A-yDAV-;U (3/1) TttffiL/io W««S*S7K«tK±KU^AT 
«*BU «ffiT»J»$S3cLT»e»tlfeaS^X-5 t ;i'T«fe#L, ^flH* (N* 
- (4- {[7- (2-7ntxF^» ~6~* h^:>-4-^\/<Jx;^]x^ 
4^>} - 2 -^DD7x-Jl/) -N, N-^f;|/«Jl/7) £#£0 
WttlOuA (I38mgh : E;U^U> (0.043ml) $N,N-y/5 1 M^A7 = K (l 
ml) !:iilMir-ilj$Ufc 0 SiSig^tTK^iPA^ ^nD*;^-7* 

o/w-;i/ (3/i) -vmttivit. Gmm&m*m&i-bV'?j±'v&i8iL. ms. 
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T*»SS=fe LTf» * ?nn ? y -;UT«HT3HPLCfc 

1 H — NMR (CDCh, 4 0 0MHz) :5 2. 5 8-2. 6 6 (m. 4H), 2. 
9 0 -2. 9 8 (m. 2H), 3. 08 (s, 6h), 3. 7 0 - 3. 7 9 (m, 
4H), 4. 02 (s, 3H). 4. 2 9-4. 3 7 (m, 2 H ), 6. 97 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1 H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
H*#«rM (ES I —MS, m/z) : 5 0 2 (M + + l ) 

Ml79 -- N ' ~ (2-»PD -4- fr6-*K^>- 7 - (4-^)1,* 

mn (N* - {2-*dd-4-[ (7-hKD + y-6-^h + y- 4 - + 
^l/U=;W t+y]7x-;H -N, N-j;/WL,7, 80mg) ij 
*A (138m g). 1,4-^7*D^E^> (0.12ml) ^ N ,N-y^MM 7 
(lml) »3*#L3SfflTl8flrflBll«iLfc. Kl&ffi^»K:**;ta*, *on 
(3/1) TfflttiLfc. ^T*Ji*M*«*^hU^A1?K 
*U »BET»«S«*LT»6nfc3S**x— r.;P7?iSfe*L. *m# (N ' - 
(4- {[7- (4-^Dt7h + y) -6-pt S4=-->-4-^>/U-;U ] ^ 

A'JtfA (I38mg). ^;i/^'J> (0.043ml) £ N,N - ^ ?Jl/^A7 5 K (i 
ml) K:»iLMT-*«»Lfc. KfcS^ttKiTfcfcJn*, ^nn^-y 
n/ty-;u ( 3 /l) TUfiffiLfco *««*«6*»K^ h ij «>ATftjftL, MEE 
T*«6«5S LTf# ft * pd*;^/^ ^ y -;PTJHBI!-r*HPLCK: 
«fc0*9S!U ^H<ZHb£-#;&4 7 mg, W44%Tf#£o 

'H-NMR (CDCh, 4 0 0MHz) : 6 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m. 4H). 3. 67 (s, 
6H), 3. 6 4- 3. 7 5 (m, 4H), 4. 02 (s, 3H), 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1 H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

^1^1 18 0 : N' - (2-^an-4- {f6 - ^ h=fr->- 7 - (4 - t-nj *j 
JV^h^r^) -4-*±> /i)-)lrt*>>) -N, N-^^Jl^ 

7 

Jmm (N' - {2 (7-th-n^y-6-/h + y-4- + 
^l/U-;U) t+y]7i-JH -N, N-^pt^^ur, 50mg) ,^|g* U 
£A (138m g), 4-^OD^^tf'J^>4gieig (49mg) £N,N- 
• K (lml) {C&»LgffiT18l$raJft#L£. SlSjg^tdTK^inA* 

/7 0D^;uA-yn/w-;i, (3/1) -raaiLfc. #««^7jcBKge^-hu^ 

ATftSU MfeTmmz1M3kLTnzntt%t£&t7nn*)i,&/*? /-jut: 

'H-NMR (CDCh, 400 MHz): 63. 07 (s, 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H). 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. OHz, 1H), 7. 26 (s, 1H), 7. 29 (d. J=2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1 H), 7. 55 (s, 1 H), 8. 
37 (d, J = 9. OHz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6. 1 H z , 1 H) 

St*##rte (E S I -MS, m/z ) : 4 8 0 (M + + 1 ) 
^860ill 8 1 : 2- {\4- (3-gDO-4- {f (^^;|/T$y) 

^J^rJM 7S/} 7iy^y) - 6 - ^ h^y- 7 -^tyj-iHt^y) 
7±f- h- 

S*4 (N ' - { 2 -^DP-4 -[ (7-th'D^y-6-/h + y-4- + 
±y«j-;u) t+y]7i_;H -N, N-^^f;^U7, 50mg) MB.*) U 
£A (I38mg)» ynt^Xf^ (49mg) ^N,N-y7fMM7$ h' (l 
ml) C^L,^Tl8B#M^Lfc 0 S^^t^^n*, yno^A- 
yp/NV-;U (3/1) TlftffiL&. #M^M7K^±hU^A-r=^L, M 
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'H-NMR (CDCh, 4 0 0MHz): A3. 0 7 (s, 6h), 3. 8 2 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J=2. 7Hz, 9. 0Hz. 1H), 7. 18 (s. 1H), 7. 
29 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. 0Hz, 1H), 8. 60 (s , 1H) 

nmmi 8 2 .• n' -\2-zuu- a- g6-* k^>-7- r3 - u-* 

:?^bf^>V) yp^^->1-4-^±^U-;P} aM^» N 

HC£f (N ' - {2-^DD-4-[ (7-hh'D^y-6-/h^y-4- + 

-N, 400mg) 
U^A (966m g), i,3-yyn^yn;t> (o.5im 1 ) £N,N- z?*^)V*)\, 
A75K (5ml) C»»LSiaTl8«fHI«#Lfc. KJSig^&fcTfcSrft]*., ^ 
DD^;UA-yDAV-;U (3/1) TttffiLfc. W»«£&*fiSK±MJtfA 
Ttt«U M/ETrg^^g^LT^btlfe^^^JQ-^l/Tgfe^L, *|BJ# (N 

- (4- {[7- (3-7"Dt7'D^y) - 6 - ^ N^~>- 4 ~ 
^j**^} - 2 -i7DD7i-;P) — N, N-y^Wl/7) £398mg> JR 
^78%Trf#fe 0 (51mg). KSJ&'J'JA (l38mg)> l-^^tT^^v? 

> (0.055ml) ^N.N-y^fJ^MJi H dm 1) »cS*L^fflTl8U#ra 
Jt^Lfc,, S^zg-n^KZTK^rSnx., ^ DDAts^A-yo/W (3/1) Tft& 
tbUTio «Jf£^7K^^MJ£AT££*sU «JBETJg«£@£LTfaSttfc 

'H-NMR (CDCh, 4 0 0 MHz) : 6 2. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 3 0- 2. 6 0 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1 H), 
7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 29 (d, J = 2 . 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. 0Hz, 1H), 8. 5 9 (s, 1 H) 
ffS##TM ( E S I —MS, m/z ) : 5 2 9 (M + + 1 ) 
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Hftfiffil 183 :N' - {2-^DD-4-r (7 - {3-f (2-b h'p^yi^ 
)V) TS/iyn^^x} -6-j/h^>-4-WJ-;p) ^->] 

•y^L-M -N, N-^fJ^|/7 
JKtt (N ' - {2 - 2 nn- 4 -[ (7-hh'D + y-6-^h + y-4- + 

-n, n-s?^?jh>u7, 4oomg) ,mmt> 

U^7A (966m g). (0.5lm 1 ) SN.N-y^fMji/ 

A75 K (5ml) £&#LMTl8fl#ra*#Lfc. ^^WCTk^flo*, £ 
□ o*M-rn/v-^ (3/1) TffltiJLjfc. MJ >7 A 

MJ£T^£@£LT?#£nfcSI££x-5^UT&#U 4>ffl# (N 
' - (4- {[7- (S-yD^D^y) -6-^h=^>-4 ~ 
;U]^^->} - 2-i7DD7xZJl,) — N, N-^^Ml^l/T) £398mg. IR 
^78%Tt#fCo (51mgh Mi*U-yA (l38mg)> 2- (*^U75y) 

X^y— ;P (0.040ml) SiN.N-y^^MMTSH (lm 1 ) iZ&ML&m. 
Ti8l^W«J*L7t. S^-&^}C7K$rinA, 2uu*)Vl±-7°ru-%y -)i (3/ 

**€>ftfc8S£X-^rafc#U S*H<Z>fc^#l£49mg, JRap979STf§Jfc. 
'H-NMR (CDCh, 4 0 0MHz) : <5 2. 0 1-2. 11 (m, 2H), 2. 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s. 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
Jt*##fffl (E S I -MS, m/z) : 5 0 4 (M + + 1) 

^t&M 184 :N- (2-^DD-4 - {[6 - * h^is- 7 - ( 3 - fcM'J is J 
y'uifs^-iy) ^-=^S^} 7iZJH -N' -*5=-;U9U7 

N-(2-^DO-4-[(7-hFo + y-6-^ h^y-4-+t , / , J-iW 
7x~;H — N ' -^^1/7 1/7 (2. Og) £N, N - 
(5 0ml) h >J y 7 w > ( 2 . 8g), ^'J'V 
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yy D/NV _;K 0 . Qg)% ^ x ^7^*;^->7-K (i. 9 g) *m 
y D AV-;i, (0. 6g), yx^77y*M^y7-h (1. 9g) 
*nn*;k&/j* (2 0/1) TM-rs^u^y^D^h^^^ 

'H-NMR (DMSO-de, 4 0 0MHz) : U. 3 7- 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m. 4H), 1. 9 6-2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 1 7 (d, J = 9. 0Hz, 1H), 8. 5 5 (s, 1 H) 

mmftffim (es i -ms, m/ 2 ) .-500 (m + + d 

**0!ll8 5 :N- (2-^n D -4 - ffe-XK^V-y- 

N-(2^on- 4 -[(7-tFo + y-6-^ + y -4- W ,j- jW 
7xz;H - N - -i Wl/7 (2 . 7g) N _ i .^ Jl/M 

(30ml) fc»*U hU7iZj^7^> (3. 6 g). h^»JS> 
y^ DAV _ ;L/(1 2gh - > ' X ^ Ty ^ ; ^^, > __ h (2 4g) ^ 

yDAV-;|. (0. 8g), ylW/yA^^-h (1. 9g) fcStf 
*inU SStlO^waiTlWLft, *£ET*Jie«*U 

^n*M/^;^ (2 0/1) TIiny'JAWo7h^ 7 ^ 

'H-NMR (DMSO-d.. 4 0 0MHz): 61. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7- 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m. 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6 . 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H). 7. 23 (dd. J = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2 . 7Hz, 1 H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s, 1 H) 

Jf*##rM (E S I -MS, m/z) : 5 1 4 (M + + 1) 

^MM 1 86 : N — (2 -^DD- 4 - {[6 - * h^y- 7 - (4 - fcfU V)V* 
h*~» -4-^/'J;H ^->} 7i^) — N ' - (2, 4-y7M07 

N- (2-^dd-4- [(7-tHo + y-6-^ h^^-4-^y U;U) Or 
7 — N ' - (2, 4-y'7M07xZJW ^U'T' (5 5mg), 

mMfiVvl* (62mg), 4- (^dd^^;!/) tfU^^Kig (2 2mg) £ 
N, N-y^^MJSK (1ml) L 8 0 *CT 1 B#IH8fc# Lfz. M 

LT#£n££g££x-5S>UT&f£U M<ZMt#&£ 3 5 m g , JR«5 5 56T 

'H-NMR (DM SO, 4 0 0MHz) : 3. 9 8 (s, 3H), 5. 4 1 (s , 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1 H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 4 7 (s, 1 H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m. 1H), 8. 24 (d, 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1 H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m. 1H), 9. 30-9. 31 (m, 
1H) 

Sf*##rM (ES I -MS, m/z) : 5 6 3 (M + + 1) 
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mWUmmi : VEGFlJj|(:J:^jfiLf^M^0MAPKgDfiMW-5 

kh»lifrtM (£p^5V ^fti DMA) te5%j^#7W> 

7 0 %n>7)lJL> h £&5£Tig#U 6 *y^)U¥-J&7 V- h \Z& 

■^xJH. 5X1 0 s itiiUc, 3 7tTl^iLm ^M0. 5% 

B^i§* L o ^ * 3^7. ;U -> K iZ mm ts it & jf ^^^iJH: ^iP L 
T3 7tTlC 1I5|BJ#*L&. t M^IAItf ^Jilif (^T, VE 
GFiB§T) 5 0 n g/m 1 ite^cfc? KlSSjftOU 3 7*CT8#W, 

*fflJ&£M?&L7c<, #lffi£l$£Lffl§S&U>B^»£3£Jg7K (pH7. 4) T?8fc 
nJ8Mfc;&«ifc (l%Tr i tonXlOO, 2mMt;PhA'tyM 

(pH7. 4)) ^io/i l^jpLfc. 4x:-c lmmmmvxmm^wmit 

fttLck^^L/c:. dtf)ig*£2 w 1 ^PVDF7^fJ^-i: K y hzfuy 

©VEGFgsJnCfcSU >S£fbM A PK15: 10 0%, fttftfiji^VE G F 
APKSS&jfcftfc. C O U >KftM A PK*i:«fcOMAPK Offittft $ 5 0 %m 

It50i;^ttll08g ( i c so ) $iajL^„ 
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mm&&W2 : el i s am^^kdr u >m<tmmma(D^m 

thKDR^h7>77x^y 3 >L7cN I H 3 T 3 «(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")£ 5 >^zl^— ?ft\Z&^T 1 0 % ^ D 

MEMig*& (GIBCO B RLtti D$f A) T 5 0 ~ 7 0 %n >^;UX> h £ 

;U¥JS^l/-h(Cl. 5 x 1 OWwe 1 1 £tzZ>£olzMmis3 7tTl^ 
#L7c 0 0. 1 %Vi'fihfi : ihm$:'StSDMEMigM\z3Z&ls, V *^Jl<Z)U&* 

thmmpimihwmfcmmmT (j^t, vegf^bs-t) »»'ioon 

g/mli/^ck^lIiJDU 3 7*CTT2^m^0!l^[L^. i§it!j£|&£ Lifcffl 
^€:U>^M«^S^7jc (pH7. 4) -C#fc*H^ pJ^M« (2 OmM H 
EPES (pH7. 4). 150 mM NaCl, 0. 2%Tri tonX-10 
0, lOXGlycerol, 5mM # b /U- i? JUm?- h U C A, SmMl? 
1/>vT^ >4gt^2^ h U ^A, 2mM Na,P 2 Or) $50/i liiDl> 4 

EL I S AfflT-f ^7 □7 p U- h (Maxisorp; NUNCtctOiA) \Z 
5 m g /m 1 Ojft phospho-tyros ine JrC#: (PY20 ;Tran 
sduction Laboratories *t=k 0 IA) U >&Mffi± 

M&i&7k (pH7. 4) £ 5 0 ^ 1 J)U?LT, 4*CT1 Bfe^LEI+@<t$:tf 7c» 
:7V- K£Sfc#L-7cf^ ^n^4^>^^ 3 0 0 a 1 «Jb^&-e 2 dtP^M L 

£J&^lt*i££^nLjSJfo£iJ:#>TV< Zuyu— b *)—y—\z£. D 4 5 0 n 
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